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(57) Abstract: Compounds of the general formula (I) or their salts or prodrugs have excel- 
lent insulin secretion promoting and blood sugar decreasing effects and are lowly toxic, thus 
being useful as drugs, particularly preventive and therapeutic agents for diabetes and dia- 
betic complication, wherein one of R 1 and R 2 is hydrogen or a substituent and the other is an 
optionally substituted cyclic group; AV is a free valency or a divalent aliphatic hydrocarbon 
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^fV'OK ^-f9J4>^ „ ^ic3~l 0<DT/K>-/^^S 
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20 79^*^*vS©»ia^:ftli:UTB, ^il:7~i 3©77;^WS, 

«x.tf 2- try ^v**^, 3 - 1° y v'/u^x 2-^ ^yy^ 
=*rv\ 1, 2, 4- hy ry— /u-5--</^^rv'^#ff bn^c 
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±12Ufc7/i'=<^>^ T>v>f=.)\<jr*tv^ i/^T^^*^ i^t p 
T/V^^^^v-S. 7!)-;^^f->I, TyjV^-;V±^y^ 7v';^->I*5 
itf^rpT!) — fi^W^M^ 1 &V^2j@<Dg|ka£;£LT 

^Tt>±<, i©±5^ItSitm Wfctf^n^JSt* (09, i&^> 

g»*ix"C^*Ct>J:v^.d— yuSi UCti, fll&tf r#$ft l ~ l o ©T/u^v 

10 , r^i;2~l 0©7Vl"jr~A*J . ^iS[3~10^P7/^;V 

Sj , r#$ft 3 ~ 1 0 ©S/* u T/i"{r=^J x T^fc6 ~ 1 4 <£>T V ' ft* 

r^^ pry — a«j * ^t@&£*ltv^t t> <£ i^^-z^ga^f e,^5 0 

15 ^it3~10©^P7^lj x ^it3~10Oi/^n7^^/V 

Sj > r^nifc6~i 4©ry-^sj „ rgit7~i3©77^j , m 
Ifi~i3 07>'/Hj ioio 5 r^TP7y^/Hj fcLTtt, Sfna rg^^^b 

:*\ ^rP7y-;uft*Wlf 6>tu«. 

T;wdr/i/^S<D^Fii^!li: UTtt, ^Stl& l ~ l 0 (OT/p^^M, Mz-tl 
^"f-i\^-i>rs ^f-frj-*, ypfcv^^ -ry^Ptf/w^ s -tt-Asf-** <or-7 

^f^7U/t^ (allyl) ^;*\ fuj-fls?*^ 3-^*f-±=zflsf- 
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5 v/^ p Tfrtr~*?'*&<Dffl&tl:M b LXI4, #tf?f$[ 3 ~ 1 0 <Di/? P 7fr>T- 
if &H5o 

T ^ftlOffl*M £ UXJ4, J^Sf Ifc 2-13 <DTi//l^^-S, ^^14^^ 
15 ^7n7P -/V^^O^Jjg^^J £ LX {4, 5 ~ 7 M W^SIs^t 1 o7P 

^-S, «*.rf2-try^/i^^- % 3-t°y^/^^ 2--f5^/U/vf^ i, 

2, 4- H7/^-5-^WWif P,^5o 

if) , ^ii8 ~ 1 4 ©77^^^'>i)/l'*'-/vS (#U ^^/v^i/;^ 

jR-zuftW , i*v^L2^ro^fci~3cDr^/vSi?gm$^Tv^-c i biv> 

^if 7 ~ 1 5 ©7 y -;Vt^r ^^^=/H (Ms 7* /HJ?=7K p-h 

jUfiirUTH:. SC: -CON (R 6 ) (R 7 ) 
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5 mvmmk lti*. buibr 4 £ LxM^Lfc^fc^saw^axSo 

#£L<fi, ^iil~l O©7^;H (£F;£L< ^fvK :/ 

Pfcf;K l/^vK tert-^/K ^>^/K 2,2-v 5 ^^ 
; 2 ~ 1 0 ©T/V^r^/^S b< « 2 tT=/^) ; -O' 

10 n^n fcf/K f * a ^^v'/V) ; 3 ~ 1 0 <£> i/? n TjV% V L < f±-> 

i=;K ytKn^yf-/K tfr^-yA) ; lit 7~1 3©T7/^;H 

15 *fc, R 6 *JJ;tfR 7 T^£H3 rg^^^xv^t.tv^^Mj S^ttsmiif 

sstt-cii. R i *fc«R 2 T^^*t5 rgtftgj tLxwrnhtz^mmmmm 
ts^xM^mmmmmfrmftDnz* wmmmmn. $F£L<ti. ^7/d;k 
^^r-D-yy/K -fyfry^K ^y*i^/y/K tr^y/K t°y-^/K t^s? 
=/k hyr^/K -ox^iJ-yy/K -o^^ryv^K ^y/fr^ry 

20 y/K ^/y^K -Ty^r/y/K fnJI^K tf^y^^K tXvv^K T 

25 gf> tfSR* 3**fc^) •Cff*$itrv^Tt>J:V^C 1 _ B T/mf/US (#J, ^ 
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•Ztu sK* X h Jl ^/M-ra h e?*st£ if) ; h p ; t Kp ^ ■; T 5 / ; 

-C^Ta^tA^ tT-frs V^/uftxft; t^su, *M 

y-fn \f ;vft x ft j /. 5vk \>zt^-)Vft x ft j / f-ju^ -J=cf-/uft ft; ^jv^ 

5 (2-^-=3r^K- 1, 3, 2-5>^-9-*^7-f"f=/V) ;*f7K (*?7U-2-:* 
3r-> K— 1 , 3 , 2 - "7"=/^) /• ^/K (vM fvV- 2 -***s K 

-1, 3. 2-5?d"*f-*^7-f ^si/U) y9vK (^^-2-d-drv-K-l, 3, 
2-^*1>-*^7-f , ?-=/l') *?7K ( 5 -T^A— 5 -J^A— 2 -^v'K 
-1, 3, 2— 2?d-*f-*^7-f *^vl/, (5-^yV-5— ^^-2- 

10 ^-^K-l, 3, 2-3?d-^**^7-f^-=/V) j^Jfcy-C^.T 
/udp (#J, * ?vt/ if) ; C 2 _ s 7VV => dr A>tf rvuS ;* J> df 

(M, Y^VUtVft-jVt^/Wl}?) ; l~3f@©/NP^^Jl^ (Mx 
7y* s MM, 3!?5?t&i?) „ C 1 _ 6 7;^^v'St 

y^ftif) £fc«i;t^ysT^&£;h/r^Tfcj;v>«»s (flu ^vk 

T/W^v'S ({^ h3~>?£¥) ; t Kb*->S, C 8 _ 10 T 

20 y-^ 7 if) *fcf±C 1 _ 6 T/V*yV.-C e _ 10 TIJ— A^S (« 4 

7?y, N-y^-A—N-y^—yvr^ y, ^-kKp^f/^T?;* 

if) ; C 6 _ 10 7y^/l'7iyS 7i=^T5yftif) ;C W ,^U7^ 
25 /US S'^P'^F-S'/l'fcif) ; C ^T/Udf-l/^^dp-i'S (09% ^fV^t 
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if) ; C,. 13 77^S (fix ; -hnSX-«^^rv^T%J: 

v^flSigr^l (flk try^rsyftW ; c 6 . 10 7!)-;^->s 
is ^yy>*— i-fc?7yy^— /k 1 - y v^/k l-f^t^K 4 — 

20 2->f^^Wfeh5. 

^) £&tt5fc^L6S£S*«3RSS ^ny^^iif) "CltifcSiivr 
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5 • £ m, 7*s^« ; C 6 _ U T];-/V-C 2 _ S T/^-/^ (0!k 

7 U — 5 J - C x _ a 7 /V^r/I^S (Ms 7i=/V75y^ if) ; *sT y S ; 

*=*yS; tKP^S; 1-3^^^^^^ (#k 7 5»$, *^tx 3 

^tD7tf/V75;> ;/n tf^/W § A N-7tf;i/-N-if;i/7^* 

2) ; C 2 _ 7 T^='^rv'*^3K=^T5yS tart-:/ h *V*^#=/VT 5 J 

15 **<{jV& ; C 2 _ 10 T/W*/-f/vS (fik T-fef-ZHfeif) ; C 2 _ 7 T^='^r^A' 
L < tt 

1) />D^yff (09, ^s/^ N jftjfc 3!>i*« ; 

20 2) l~5fi©'Nn^j/Jgl^'(0!| % 7 s/# % 4tefc> ft*, 3 !7Sf& if) T'g&£;ft 
TV^Tfc<tV^^l~6©T^= 3 r^ (0^ *?vK MJ^^npf^/v^ 
if) ; 

3) l~3<i©^py>-M^ (#k 7y|, 3?#i&if) T'gm^^ 
25 in if) ■ 
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5) =fPl; 

6) S'TVg; 

7) C^Ty^VV^^S (flU ^l/^iWr^ftir) ; 

8) ^5tHft6~14©rjJ^S y*-A>t£X) ; 

io) ^Si^ewr^A^/V'tfsvi'S (0!k ^/i^/M^A-ftif) 
if) ; 

3) l~3^(D^a^>^ 7j/|, 3 ?*&£>) 

15 ft if) ; 

4) =fnl; 

20 1) ^n-Jf^Jg^P (#J % 7yl, Jtjt, 3**) ; 

Tt)iV^if 1~6©7^^H (#J, ^^/K ^9vK MJ7A-tn^f 
/v) ; 

3) i~3fl©^n^jit^ 7?m, mm. a**o -eg&^ft-t^ 
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5) ; 

6) v'TVS; 

7) C,.,7^l/yW?/S (flk ^WiWfv') ; 

5 8) ^af»6~i 4©ry-/vs (#k 7*=^) ; 

9 ) l ~ 6 ©r^/i'Xyu^ -f (#k * f-tv^jvy -i ; is it* 

(I) *5.fctMl a) «K R l *fcf*R 2 T^$tl5 rg^Sj tUTtt, 

1) 1~5^©/>o^^J1^ (#k 7?*, ifi*, Hi)|) "CBft^HtVN 

20 M ■ 

2) t Kn^ri/S ; 

3) &SK»6~1 4©7!)-/i'S 7i=/u) ;&<JfT&5o 

-fl£5£ (I) 33 (la) R^S^StSRT-SfcttitlftS^JfeU, R 2 flSg& 

25 R 2 sft* * JbT V <£> ± V ^^SffoS r 1 LV\ 
(2) R^iSitKR 2 "©^ 

(II) «t\ R ltt *fc{iR 2 "T*7P$tb5 rg&£jx-CVvCti«fcV^:I£&J t 
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(3) W&iOTaOM 

— jKS; (I) x (la) £>«fctf (II) 4\ W*fcHtWa*C*$*tS r2l5©jfiBe 

io r-tiVN, 

g* r 2 ffi©|g8S*&f fi. L < tiUmm i4v^8©2 «©ait^ 

(DC^sT^^tWxtf, -CH,-, -(CH 2 ) 2 - > -(CH a ) 8 - % ~(CH 2 ),-, 
-(CH 2 ) 5 - X -(CH 2 ) 6 -, ~(CH 2 ) 7 -, -(CH 2 ) 8 -> -CH(CH 3 )- X -C(CH 3 ) 2 
15 -(CH(CH 3 )) 2 -, -(CH 2 ) 2 C(CH 3 ) 2 -, - (CH 2 ) 3 C(CH 3 ) a ; 

(2)C,_,T^=V^(f!jttf> -CH=CH-, -CH 2 -CH=GH- % -C(CH 3 ) 2 -CH=C 
-CH 2 -CH=CH-CH 2 -v — CH 2 — CH a — CH=CH— x -CH=CH-CH=CH- X -C 
H=CH-CH 2 -CH 2 -CH 2 - * if) W £>H5 0 

r 2ffi<oJ3ite^{b^Sj W\ $ l< i ^ l 4 <© 2 ffionB 
20 TO^bTK^-efe D x £&fcfflf&T*>5w£#0*Lv\, 4a»-?t>, -ch 2 -, 

-(CH 2 ) 2 -, -(CH 2 ) 8 -% -<CH 2 ) 4 -fc2##*L<, -(CH 2 ) 2 -, 
-(CH 2 ) 3 -, -(CH 2 ) 4 -#if/$ s 0£lA\, 

— ©it (i) (ia) if» % wjjs r2«<z>jfTO£Hb*ifSj -efcsflsa* 
25 W(S2«OflHfl6^tt^S v Cfe5-i:dW*LV\ 

fc$f£L<tt-CH a -. -<CU a ) a - x -(QI ,),- % -(CH 2 )„-T'£>£ 0 
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-(CH 2 ) 2 - N — (CH 2 ) 3 — ^ -(CH a ) 4 -feJf##*Us 

(I) . (Ia) *5itf (ID <K YM:-OR 3 (R 3 f2aulE<t 
^i") T?jj*ifc*l*£"T»*>3»£\ W*J«tUWaf4#^*L<f4-(CH 2 ) 3 -l?& 

5 £fc x HB^C (I) x (la) *5iV (II) <K Ya«^^/Wbt>L<ttT5 K 
ft^tUTV^Tt iV^*^df-5//^liT?*5«^^ W*5<fcOTa f4#}e:0i= L< f±- 
(CH 2 ) 2 -T*fc6 0 
(4) Y©^i 

-J»5t (I) , (la) £J;tf (II)-*, YJ4, ^:-OR 3 (R 3 f±, *5gJ@u\ 

20 R 3 # £ L < f±» yMHK?- , ^^ft l ~ l o ©7^^;vS4 ifxh 5 , fca**? 
LTI± N 

1) #;U*>^J£ : 
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5 yw-^WVK ^^yi^yw^-fyK -< % s Fy/^^/^/^^/K ptfvu^v* 
yi^ 5vV;& ;w<*«( Asfe ¥) ; 

4) (^•y-Sfc{iv 5 -C,_ 6 T7V^r/U) -jfc^Jfry-C^TyMr/l'S ; C 2 _ 5 T 

io rjv^i/m ; 3&»feafiJx«B»K*i-2tt^rL-cv^t: i b iv^c e _ 10 r y-/v- 

15 fcif) ; 

5) i~3i@©/>a^>-m-T («, 7^ mm. svmfti?) x-m&*ft 

b ilf£fr 3 1 ~ 2 ffi^T LTV^T^ctV^Cy., 3 7* yjV^rjV- #/W^ j ;U 
£ h iJ ^yl^ViM^yW^W'yK * ;c~/l^n.^vU#yk 

20 y^^fyW&if) ; 

xv^T"bJ;v^c 6 _ 10 r y— yvg ; c^r^/u &£xfc 1 - 6 T/is*/i>x*w&£ 
ftx^xt>£^ig.mm& ; -t)>bm&n?>m%!:&&i~2m%Lx^xh3:\<Mmm. 

tfyW^^/U-g 4- (4^PP7*=/H f7/-/l'-2 — (Vl--#/W^ 

25 ■t'f/K 3-7i=/Vf7>''-;l/-2 — T/W-^yW^^yK ^f/ y 

ytobyW^-Y /K tfy i?/U*/W^^/K ( 2 -j* 5vL— 1 ->f 5 P M t°y 
•S/yHfryw^-fyK tf^v'y^yw^^yK .^/^y / try vvi^yw^-f yu 
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ft if) : 

7) c 7 . 14 r7/^-tti (#*L<i*t&fr) W^^^i (Ms 4- 

^7x-;Mf/U^7^>- 1 -^/i/#/Wj?~/uft if) ^#Wb*t5 0 
5 y hdrV^;W#=/K ^ h^iVtf/V/j^/V&if) &ifa ? &£LV\, 

S^LOi, PiT©a) ~g) ftiftf) rx? Kfc^frfc^/i'^tWt'Sj -Cfc« 0 

a) C^eT/Wn^v-S (Ms * h*v\ J V?V tf^ft if) ; C 1 _ a T/U^S 
(Ms y-T^ftif) *fc«^yST-g^$tUTV^Tt)<tV^^S (03. -Y^K 

10 y^v, k°y^u, ^v-^y/, ^U^K f h7tKn7?-;K fc° 

Dj-^/K tf^yv'-zK fcr^v^/Uftif) ; C^T/V^r/V^g (Ms y 
/v^-ftif) ;tKn^S, C B . 10 7J)^vS (Ms 7*=/^^) SfcliC,. 
B 7;^;P-C 6 _ 10 7y^H (Ms y ^vi^^/u&if) T«g^$ ^TV^1j i 

v^y-^fcfi^-c^T^/vr^yg (Ms WWs/, -^f;v7>;;, 

5?.- fc Kd ^^^/P-T 5 / if) ; C „_! „7 y — A'T 5 / £ (Ms 7 
Syfcif) ; = HctSt?|fflft*h,XV'»r'bJ:V^#Sg«3RSr$yS (Ms tfJJ 
/U-7$yftif) ; ^y--*fcfiv ? -C 1 _ 8 T/W^-*:X*;yl ; (Ms v^^A-** 
*y&if) ; i>feStfih.«i^S4ri~2fl^LXV^t>J:v^c 1 _ B J|gWi^^fc** 
20 m [Ms TA"*/^ (Ms y^/K J^/K ^otf/K tert-^^K 1 

-jc^vi^a KVK 2, 2-i?>f;u7*p if/^iif) „ C 2 _ 6 7^^S (Ms 7 
ntf^/Uftif) ] T^y-^fett^-g^^tbTV^TfeiV^/W^^/^o 

b) /Ma^yJEt? (Ms 7y*s l&iffs Hits 3**fcif) ; l~3i©^n^ 

(Ms s^s jisfs avmfrz) x-w&£nx^x-b^c 1 - a T;i'* 

25 /US (Ms M)7/^P^f/V) ; 1 ~ S^CD^P^^^- (Ms 7 vM. 

mm. 3 9#ftw T?B*$*LT^Tt>*v>c 1 _ B r/i'=^>'£ (Ms y b^r 
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y^VK v'^/^^^y^^/K 1, 3, 2 - v^^rl*-** T"^ 

(5?3:^k- 2 K— 1,3,2 - v^^if** 7 ,f y 3vK ( 5 - 

-f^fV- 5 -3:^/1'- 2 -^v' K— 1 , 3, 2 — v^^f-** 7 y ?7K 

( 5 -xf ;V- 5 - ^ f ;U- 2 K- 1 , 3, 2 -S?^-dp-f-*^7-f ^/U) 

10 y^/U&if] ; Tfr^y-C^eTA-df/Vg ^^;^f/V*if) ; C 2 _ 5 T 
yl/n^Vj&yl/^A'S (#| % y hdr^^^/J?=/K V *UlJ ;Utf^/W£ if) ; C 2 

if) (flu -r^^yy/K wxy;) c.^t/v^s (#j> y^/K 

15 t^vO ; C 1 _ 3 T;^l^^^^rv / S (flk y ^V^vWriA xfvy^^v' 
; C r . 14 77/^;H (#1. ^v 5 ^) ; C a - 10 TV 7 

20 T/^;v— ^^.^y) -c ! - 6 7;^x;i'S [$k tr^ (v^^v^^y) x/x 

/K 2-^^P^x*y-2-^h=Sr>'*/V^/i'^-7 L -/i'^^] ; fribMt&lZ 
25 #;W^^/^) „ 

c) i~2flgrDc 1 _ 6 Tyv^i/£ y ^) -egik^tvovc & i < . -o-^v 
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- * £ C ! _ a T)^)VT 5 / -Cg^ & frT WC <fc C ! _ 8 Tfls*flS& (09, 

-c 1 _ s r^A'£ (flu ih*^^!^) ; ^e>atfn«ii*s*i~ 

15 TV^t>J:V»C 8 _ 10 Ty— (0!k 7 ; l~3jB©^Dy>^ 

(#k *?vf) jClbT^/H (#l i-'f-AA -efi&^friTv^-ctxfcv^Ufgig 

(#k ;K 5 / ) ; C 7 - 14 T y^^K (#J> ^V^/v) ; 

t°n p^—yl/*^^^ yV s ^f-y U ;U#;W^-f ;K f77* P Vl^W^^f ;K 

y/u^yw^-f/K ^^y^ryy^^w-^-OK f^yyA^w^E^VK 

t%<7^/K#/W^-i'/K ^isyTTVTW /Kfc/W^-i'/K f7^W^ 
25 /^-f/V) „ 

g) l-Sffl^o^Jg-T- (0k 7y|, 3!7Sfft£?) , hKo* 

(Mx if^/i^=M £?ctt5ftV>L6 
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&#£&S$flt£ (M. t° n y j^^ft if) -c-gm £ tv^t & <fc c j _ 6 r 

(#k y?vK ^/I'ftif) ; C ,. 3 7MVy^*v'S (#1, y^W^^rv' 

/Keif) ; i~3«<d^d^^tf w> yyM, mm, a^stftif) t?e 

5 m^ttTV^T^iV^C^eT^/^ y^/K h U y^/Vft if) , ^ 

^hdr^if) ^fcfac 2 _ 10 r^/^^s (08, r-t^ftif) -ciwft 

T/^=/VS (0(1. :7ai=VK7°P^~/l/ftir) ; C,_ B T/V^UK ^ fvl'ft 

io if) T'ffi&£frxv^t>J:v^ 6 _ M ry-/i'X5y-c 1 _ 6 r/i^i'& (W % 

/VT^y^f-^ftif) ; fT/ t Kn**/2£; l~3<@<D^o>7V 
Jg£f (01k 7y», ft*, s^lKftif) ^fcttCi-.r^yuS (flk y^/K 

^^vvft if) -ciBft £ *vc v *x £ v ve y - £ it t£ v 5 - c z _ x o T^* y ^ y 

15 - r* ?^-N ~^)\>T 5 y ft if) ; C ,_ 7 TVl^ 3r v^Utf^/W § / S 

tert-^h *iX#^^T^yftif) ; 5 ft L 6 JkiS^M^WMM (09, fcfy^ 
;K t^y^/K ify^^/K ^py^.^ftif) ; ^SelfiaSSXrynl?^^ 
g (0J, 7*4 Attn 2) ; */Us^j,um; C 2 - 10 TsU%;^;um (0ij, T±^JV 
ftfc*) ; C 2 _ 7 Z/V'=«^v'^/^=/kS (0iJ N y h^r^^^^/K x.\>*i/*JV& 

20 ^/vftif) ; ^^3g{i^gmSlrl~2WLrv^-C 1 b«t<, ^^M&Sfcfi 
C M0 ^n7;^y (0J, S^a^f-^fcif) fc^LWCbiV^Bfefc 
$3g;ft/l'tf~/l'£ (0i, tT^y v?^^/P^/K tfn y &~A'*Art-A'* ^A* 
* y y /K ^-^/w*; y y tf/utf^K v^Aofr/Uzf^/K rb7 

t Fp-ry^f-y y ^/^-/k 7*#t Fp^y=¥y y ^^/ujK=/k r-t?-**'* 

25 ry* 1, 2, 3, 6-f h7k Knt'D i^*/^- 

/Vftif) . 

b) , d) teiVf) flW*LV\ i:*>;btt, LTV^ 
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i^/^Ms^/^fvK i^-fv^^/^fvK 3, 2- 

S**-3Mhfc;*:7-f-*-=A') (^^-/U-2-^^K- 1, 3, 2-i/**r-y- 

5 ^^^^^/^) p^/K (v ? ^^-2-^-^v'K-l, 3, 2-^^*:^^ 
j ^/K (iP^JV- 2 -^-drv- K— 1, 3, 2 — drlf** 7 -f 

A-) *?7K (5-^/W-5-^/W-2-^^rv'F- 1, 3, 2-v'^f-*^ 
7 ^ * ( 5 -^)V- 5 - ^ ^ 2 K- 1 , 3 , 2 - v 5 ^" 

(5) 

— jRS; (I) Tfft**t5fl;-&**fctt-€:©a©5-^ (ID T'S^^fc 

15 — jli* (II) T?*£;ft5fc^ro0jift#]£LTte, gATofls^fe (A) , 

(b) , (o fcifamwfcfts,, 
(a) 

R 2l # 

20 1) ^P^VIBiP (#k 7<7f, j&3|f„ 3!7^) ; 

; 

3) l~3|®^nyyMrF 7y|, ASff» a?*) "Cffi^S^-CV^ 
25 XtJ:V , »K3R«Cl~6©r^=»*V5 (#k ;* h^V, i^V, M>7/W*a^ 

4) l~36©AD^|f^ 7yi, Jfc& 3**) T-H$I£*1/CV> 

34 



WO 02/40458 



PCT/JP01/10001 



5) 

6) S'TVg; 

5 8) ^ic6~i4©ry-^s (M, y*-)^) ; 

9) ^^1~6<DT^/U^^7^-^S (#k *^)V*)V7 4 

10) j^Mttt 1 ~ 6 <DTfr3r)VX/Vlfr^V& (9k J-^lVT.jVfc^-rV) ^CSJitb 

oi=/K xittt%mmmw& (j?*un7!J/K t°y^ 

10 ;k §bl^SL<Sf^K try*?*-) ; 

WaiSK*»l«:^^L4©2*l^©jiBJIfeKK^b**S (#*L<J±-CH 2 -, -(CH 
,) a -. -(CH 2 ) 3 -. -(CH 2 ) 4 - ; S-foHlff4L<H:-(CH a ) a -, -(CH,^-, 
-(CH 2 ) 4 - ;#^*L<fi-(CH 2 ) 3 -) ; 

Yi)K it: -OR 3 -e^£*l5g-ei5»?, ^oR 3 ^7K^ll^*fc«:^^l~l 

flS^* (B) 
R 2 "j55 

1) /sn^yll^ (#J N 7yi, 3>7S§) ; 

20 2) l~5fi©^ayy^ (flU 7y*, HHf, 3*3$) T-g^^ttTV^ 

; 

3) l~3fiffl/NDW (09, 7yi, SSI, ft*, 3?||f) T?Wfc£*LT^ 
25 hdfS/) ; 

4) 1~3<@©/M3y>-Ji^ (ffik 7y|, 3^) T'M^ftTl^ 
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5) =bnl; 

6) iXTVg; 

7) C l - a 7/ls*\s>*J**i/& ; 

8) ^p[6~l 4©TU-yPg (0^ ; 

;k =3f y 'J ;k * b\m * u< ri^M/u. tr y vvv) ; 

10 Wa^i^lftV^L4©2ffiOffil&lll^ft**a£ L < fS-CH 3 -(CH 

2 ) 2 -, -(CH 2 ) 3 -, -(CH 2 ) 4 - ; $&}C#* L<li-(CH 2 ) 2 -, -<CH a ) 8 -„ 
-(CH 2 ) 4 - ;#^$f*b<t±-(CH 2 ) 2 -) ; 

L5 te&ta (C) 

1) papism? (flk 7yl a**) ; 

2) 1~5^<D^P^^JK^ (Ms 7y#, 3**) "Cm&ZtlX^ ' 
20 x h J: 1 ~ 6 07A/*/l^i (#1 * -^fvK h y 7^ c^f 

^) ; . 

3) i~3^(D^n^>-^ m, 7?m. mm, 39m) -ew&ztix^ 

X <b <£ V^iRft 1~6 <DT)\s^ 3rv"g (#L ^ I* *r v\ ^ h 3r v\ h !7 y 
25 4) l~3<H©'M3^flfr?- ft*, 3**) Xg^^^TV^ 

5) - hPS; 

36 



WO 02/40458 



PCT/JPU1/10001 



6) v'TV-ffi; 

7) C l - 3 Tfr*U>-i?a-*fi'm (#J N fif-Vf&tti/) ; 

8) M6~14©T!)^H 7^;U) ; 

9) ^it l ~ 6 ©7;i/^r^;i'7 ^ ^^^7^=^) ; *>J;tJ* 

W a 14V^4© 2«©J©aA^fb*^ «SFS L < tt-CH 2 - % - (CH 

10 ,) 8 -, ~(CH 2 ) 3 -, -(CH 2 ) 4 - ; 4fefc»*U<tt-(CH 2 ),-, -(CH 2 ) 3 -, 
-(CH 2 ) 4 - ; ^C0^b<tt-(CH 2 ) 2 -) ; 

-OKp/K -f^^yy/K try ^i^yy, 7 3/k ff7tFn77= 

15 /K trnysfcs/K fc^y^/K fc°^7^/^if) ;C 1 _ 6 T/i'^^S (#k 
tf-JsT-ttt!) ;tKndf^S x C 6 _ ]0 ry-^S (#k 7a=^*if) *fcl± 

Ci_,m;v-c,_ 10 7y-/i'S y^vi^^^&if) -t-g&^axTi^-c 

20 57, v>-k Ka^>x^-7*;*if) ;C 6 . 10 7!J-/VT$yI (i, 7x 

try y/ur^y ftif) ;*y-$fciii?-c,_,7A'^*^*ys («, 

25 /K l-zn^vK/c* tVK 2, 2-i/*^-iV7xi \?;Vt£}£) „ C 2 _ 6 7/W^/l'g 
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b) wfymr yym, mm, mis Bvmte?) ; i~3m<D^u?y 
/us (flu y?vK h ] )y^o/^u) ; i~3^o/np^^^ (&U yy$$, 

Sfctt^-Ct-eT/^/t—^^/fty) -C 1 _ 6 7VV"*-A'£ y^VWft**yy 

10 y^/K (^f/l/-2-^K-l, 3, -^-^/v) 

3, 2-V$-*c-9-7£?-yj1-^/U) y<?vK (5— 
y^/I — 5-^^- 1, 3, 2-v=^-drf-3jN^7^^/>) y^K 
(5-^/U-5-y^/l'-2-^-dr->F-l, 3, 2-^^f-*^.7^^-=;V) 

/U;* ^vVft if) ; **jfcy— C 1 _,:T/V"*vl'£ ***yy?vl'>fe 
«^) (0U ^S^/JJ/K ^A'Jfcyy) ; C^.r^/u-S (#8. y^vK 

20 ;C,.,7^^t^S (09, y ^t^v^ ^WVi^rv' 

; C 7 _ 14 77;^;H (0k ^SMO ;C 6 . 10 7!)-/^^S (01, 7 
^y^rv-ftif) ; ^y-3=fcf±v 5 -c 1 _ 6 7A'^-*;z.*yS (0!k i^gvu** 

/u^^Wiif) T-m&^^v^iv^ey-Jcfctei?- (^-y-tfcti^-c^e 

25 T/^^-*^*y) -C,_ 8 W=;H [#|, If* (ifcc^vl/*;**/) 

g&S£l~24@^rLTV^T C^^PT/^y (#K i/#w<isf 

38 



WO 02/40458 



PCT/JP01/10001 



c ) i~2fiflDc 1 _,r/u*A« (flu -effi^tvcvM: ^<yfy 

d) l~3fi©/NP^ro^ (^J x 7y*, 3**fc£) 

e) C 3 _ 1( v'^ P 7/1^^/1'- C j.J/V^V- ^^^^/H (#k v^P — =3r-y/k 
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10 &£;ft/ri^TfcJ:^C 1 _ 8 r7l'dr/l'& (M, /-?VK P y. if ) . ^ 

^tirv^TfcctV^C^Ty-^S (0S> 7^-^ftif) ;C 6 . 14 7^/V-C M 

15 ^) -e»^tbxv^-ct><J:v^c 6 _ 14 7'!;— ^r^z-c^r^s (#1 7*.= 

tert-zf }>*ts*JUtf-/UY 5 y * if) ; 5^16 U ^ 

t°^yv?n/K trysv?-/K fay^^if) ; £#iaMiSt#,M?=/u 

ft if) ; C a _ 7 T/l'= I ^rv / ^^#=/W-S (flk /• h^r^^^K ^ \-*r^*l)Vi$ 
25 =/vftif) ; i^lffttSiillr i ~ 2lf Ltv^t i < N ^ifym^t 

*«^^#=yvS (#k t°^y v^/iob/utf-zK era y s?=/v*yV3i?=/K ^ 
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t Fn-fydfy x*t FD'f y^y y y^n^/K r-tf 

/i/^/K r/*y*;v#=;K l, 2, 3, 6-rh7kKo^y^;i'#= 

5 tfliBt<M&£» (a) , (b) % (c) ©fca»-et>, t^rmr©^**^ 

3- [5- (3, 4 -v 5 ^ P 3i -4— -T y"P/N°^-l 

3- [5- (3, 4-^on7i=*) -4— f y^iJ-y y yu] ^n^y 
10 ift ; 

3- [5- (4-^dd7x^) -4-^y^-^yyyu] /n/^-H-- 

3- C5- (4-^P7*'/l/) -4-^y^f-y y/W] 7'P^i; 
3- [5- (3, A-V>7 fv^ruy tW!)^] -?xu*\s— 
15 1 — ; 

3- [5- (3, 4-^i-a7i^) -4 — r y*-*f-y y y"o fc^V 

N-[4-(v 5 ac^U*^^y y^-yVj^i^V] - 3- ( 5 -7x- /U- 4 --f y# 

^•y-y y /i^) y o t-^-yr 5 k ; 

20 N - [ 4 - (*?=.<3-sls,kX y 5vV) 7i^] - 3 - [ 5 - (4 7 

-4— i'y^^f-yyyu]y , ok o ^-^r$ k ; 

N - [4 - (vM ^/Hfc**/ y ^vW 7 x^;>] - 3 - ( 5-7^^/1^- 4 — >f y # 
df-y-yy^) ya k°^-yy? K ; 

N-{4-[(2-^-dfv'F- 1, 3, 2-i ?tty~fo*7 j-ry-z — (Vi-oyfvki 
25 y*-yv}-3-(5-yx.-/u-4— fy^-dr-y-yy/^yatf^-vr^ k ; 

N-^y^-N-[2- (VtJ-fVT 5y) xf;U]-3-[5-(4-7y^n7 
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N-^y^;U-N - ( 1 -^y^l/- 3 - fn y /V)-3-[5-(4-:7;V;ta 

(6) & 

-«J* UK (la) (II) X*mtsnZ>ik-$® <£TF, ttlWH 

5 (ik da) £fcra (id 4«HBi-sr:t*5*>5) ojfctuttt, ms^c 

f?££*i5:feaWl£U<, ^©<fc?&i&<bUTfi, Wx.Hr*lM)WfcSi©S> WTO 
S£©&, im^oi, tW^t itStt*fctti«t7'$/«t©iftjS;^ 

y^:/\ f=iij^ rt^-/— v?.-c^y— ;v7?y, mj^*/ — 

15 WfettS. 

i'a.firfik -rW^iSfc. *aygt> 3^n^^ y^y^/WK^ 

(7) :/p Vyy-PteX 
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^^srja^LT-fB^ (i) Kmt-tz>fc&%>, nmmzzyiBykftMtetf&u 
z.vxfc-km (i) \z.mk-$-z>\\&m*^0o tt&m o) ^K7^ax 

<fb£* (i) or^S^T^Hb, r^/Wb, 13 Aj£te£;ft7Mb3* <«, 
5 jb-£$ (i) ©r^/S^^^iJ-y^/H^ 77-/Wb> 

;Wb, r^^/Wbs DA,Rfts, eSRfcSftfcfbS* (fll, <fr&* (I) ©tK^S 
io flsr-t^/Wb. h-f/Wb. 7°a^/-YMb> tv^p-Y/Wb, •^^v , ^/Hb> 

7~*VMk. T7^jb, 5 /^^TJ/^^Vlk^ttfcfb'n-^^ 

if) i-fb-g* (I) <D*yv*f'¥V/vSi8S^7 l /Wb. 75 KfcS*bfcfl2-&tt 
•fL^fe (I) <D^^Jj?^v'/U-S^^f : -/^^-7 1 /Wbs 7^-/lvzcx^/P^ N TJ/Pjj? 

15 /Kx^tvI^ 3i h^v-^^^^u^-^r^J.^/l/OL^x/WbN 7?JI^H^7/V 

-fb. (5-^^/v-2-^y-i, 3-^yvy-4-f/v) fr/isx-XT- 

(I) ^f,Iilt5iH5ft5 0 
20 flj&fc (I) ©7"P Fyyftt^ &H\mJSl 9 9 0¥flJ rggS,Pp<D|!i3§j 

JR7$&-?m&H 6 3!>k l 9 8HfcfB«teHTiv8 J: 5fc* feS^^T'fb^ 

4b&$) (I a) #£Xf (II) «7o K7y^iLtft, ISBLfcft^* (I) 

25 fc£4& (I) , (la) *J<fctf<fb-£^ (II) f4, E4fc5c3f5 (R H, 14 C, 

35 s, 125 i * if) ft if-tfBai £ *iti vc t> i: v\ 

fl^* (I) > (la)' *5.klW&&ft (II) {4, «S7k^-(?feoTt). 7k 
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(8) 

it&b uk da), (id tsi.xfztih(Dm (sir, m-^mt^mt 

yK *1Mf. -Y*. *-*\ ^ 1^^) K^bT, «-TS#@ 

^yyy, aw?-*-?*. h y ^ teams e ku^t 0 

*hy^ ffr^i/. 6K«i7k^'f»» ^j&^-mr/i^-^A, ^^^r^ 

20 *£^©£FS*fli: LTtt* attffwf^ -yam, -Myf-i/. T7\?T*J*. 

25 ««ffl<0#S*fl2:L*CI±. ?LM. 681, rls?^ *> ;v#^y * ? fls* jVv - 
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/M?/Un-*ft g&mtf 6ft5 0 

— /?&u m^jftjfcir^f fens. 

15 S/ifl'ySfttTVjIllftifWbiiiS. 

^^/i/T/i^a^ ys^f/^^n-zK ft KnftR, y/Hf iftf^ 

rf 6 ns. 
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m. p-%n?^ s tuvyjJK ^sjJy-kZ) ftZftm-fhM. 

■W^M^m^mtLxn, ty^uythH^ ^y^/wy^-^y t>^ % 

(9) mmm 

#J ; *5«ttf&M£iJ Wk fcTfflttSL IMRrtffiSt»Jx fflfWrtffilt*!. BSffirtSEttfRI 

*£) . watt (w, fc*fi-$-s»u &&mk x (#u 

20 'xTT9>&r?*i'&J*, tfy^f^yy 6 0 0 Oftif) fc£$tf&bnL 
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r^tfT^A, -fjvyv^ ^w-^a^&^i6»b»Hr*tsia*fcH2a 

5 t Kn^V^/Hr/vn— ;*ft^©ir/Wn— ^^A^f ; #y tf=vWi?* — /us? 
5 G&A£) „ P-A7r;wtt) , ^T^U/i^zKy^-s MM" K7«¥y 

hRS (i&p n p£) N P-A7r;Mi) . tfTfyMStt^- 
25 affair ^ra^Sr^msi (W, # y y/i^<- h 8 o , y 
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y*?)\s7)^->v, ?uu??;-jv, , mmm 

m, *v--?m, x^m, mm®, Yt^u^swsiwmom, 

(1 0) 

?fs, • femni ; iSi^jk^ <«, * h y ^y y ^ 

l^X^a-yUikjE, {£HD Lifoj£, &&ffillBjliL£$) ©^68 • ftftftj ; SblTObO 
W • f&I^J ; [ I G T (Impaired Glucose Tolerance) ] <D"?$ ■ 

AO #1 2 6mg/d 1 £A_h N 7 5 gftP^ K^lfcftffiW (7 5 gOGTT) 2 

20 B#p B m (»Biuaftfc*5 w- s #2oom g /di s*±, tti&iL&ti 

#200mg/dl ^±OV^tt^^« 

S^va-^ftaf) #$1 lomg/d l*St4fcf47 5 gfilP^K>*r^WW« 
(7 5 g OGTT) 2H#M (#JRMfc:fctt3 tfU4 0mg/ 

25 di^^ttU (jEfl) -e^i^i^, rif£#Sj 

^^©TOM^o^-m, 199 7^ada i^mmm^) & 
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2 6mg/d l^LLr-feD, fro, 7 5 gi^P^F^SIA??fW2^ 

/V^^M) iU2 6mg/dl*itfc5, /3>o, 7 5 gign:/ K*8!^#f$ 
^2NFffifit (MMI^it^^V^^^ft) ^i4 0mg/dlPi±2 0 0m 
g/d l *?i^1-^i?feS„ ADAC9#^fc,J:;fttf s ^M^lfilWt 

(MMjSsiB^isii^if;^~^m&) Ml l Omg/d 1 £LLi 2 6mg/d 1^ 
10 ffi©ftMlFG (Impaired Fasting Glucose) hW&o — WHOGOfg^fC 
.fcttfi. ^IFG (Impaired Fasting Glucose) 7 5ggpyKl)iA 

ffiS*H 2 ftffift (gMtijfiL&Clft 5 - X jlflO ^140mg/dl *STtf * 

5tfcflg£rIFG (Impaired Fasting Glycemia) £nf.£ 0 

15 UtftBAft* IFG (Impaired Fasting Glucose) *J £tM F 

G (Impaired Fasting Glycemia) GOTO • Ji&SBWt LT ^JflV^btl5„ 
**Mft^«fe«tW**M©E3Saaji6«H:» ig#S, MfB&ft* I FG (Impaire 
d Fasting Glucose) ^fciilFG (Impaired Fasting Glycemia) 

mmimm. smissnm. mfc$mm&. &%&i$mm$km. Tteaas£*) , 
tt^^HWiL, pe*&B6£, ttJt<&«T\ jHjfeWSx *m&.fiBm*f] , mm, 
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5 mm, mm, ^mt\-mi<D&m, mmomm. &mm. 

mmsm. mm^, urn {wr^-jvmm^m^-k^w , am 
&*mm&. w&mmm iTxey*\cx\>m%&z.zinitwim 

fttt&#. fl&Hfwrafci^ iftLDLMi, raws®, isift 

sctf. '^BKl^jfoiHHi^ lZ6mg/dl EJt_h4 fctt 7 5 g H P ^ K >>lfcfl?Br!«* 
(7 5 gOGTT) 2B#FpTOU 4 Omg/d 1 Rfc-OifcS&tffci?) "CO^^ 

^T?*«*5SWfls^*SriH!rilEiai: Lx»p. o i~i o Omg/k 
&£L<fiO. 0 5~30mg/kgM, L< f*0 . l~2mg/k 
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(11) 3&»l©#/8 

iftb&ttWfcfcjtfU Wfctt-SUtfcJ^U ftlH 

9 ^ y ^ (fck i n s - 1 <so * if) * ^y^y ^«&3fc^ri 

is&v*?y (-^wvgg) b^p^^, Gi-262570, 

JTT-5 0 1 % MCC-5 5 5. YM- 4 40. KRP-297. CS-011, 
FK-614, WO 9 9/5 8 5 1 0 (09*. (E) -4- [4- 

20 ( 5 - ^ f ;v- 2 - 7 x-;U- 4 - tdrf / !) h^rv-) ^y^^W 5 

y] -4-7k=/1/1$R) N NN-6 2 2, AR — H — 0 3 9 24 2 N BMS-2 9 
8 5 8 5, EML-1 6 33 6§) , a -tfjV^^y— t?R&$*8 #i/y#- 

if >f K % i/y^V-y^) , u/*#V-K -ti-?V~h\ ^r^P-h\ 5^ 
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LP-U NN-2211, AC-2993 (exentlin-4) „ B I M-51077, Ai b (8,3 
5) hGLP-1 (7,37) NH^] % 7?l>y7^h (#J, y^APyf K^) , 

5 ^7°f ^ I VPa^O (#U NVP-DPP-2 7 8, PT-10 0> P 3 2/ 
9 83?) % 0 3 7^ h (Wn CL-3 1 6 24 3, SR-5 8 6 1 1 — A, U 
L-TG-3 0 7, SB-2 2 6 5 5 2, AJ-9 6 7 7, BMS-1 9 6 08 5, 

jV=L~^-6-^y r ^— VW^M. , SGLT (sodium- 

10 glucose cotransporter) (#L T-109 5§) W^irfbJtS. 

7^W?yK SNK-8 60, CT-112§) » WSKfcSIBT-SS.fcW© 
iiJUl^ NGF, NT- 3, BDNF, WOO 1/1 4 3 7 2{:ilB^tf>~=-— 

15 a h n :? ■ (#Rr£4- (4-^nn7x^;v) -2- (2- 

— f ^Vy/l") -5- [3- (2-^^731/ ^rv-) zfxi\f)V\ * 
^yWKCif) «) , #i^#£ffii§^ (#J> Y-12 8*) . pkcBMRW 
LY-3 3 3 5 3 lf) , AGEifffl (R ALT94 6, \?-<rtf*Jls^ lf7h 
^rf-^^, N-7it^7'/5 /a?-f P (ALT 7 6 6) , EXO- 

20 2 2 6® , fittSHKm^elGI W. MMSO , WAtfttKiW (flU ^T^y 

iry^^^^^ fyrtXff-l'* *S k s*Wf- s s > v**??-^ TYj^x? 

25 so „ xtTuis&fmmmgM W097/102 2 4 \zm#<ote&ih* m 

k. tf N — [ [ (3R, 5S) -1- (3-T-fe l> ^ iX-2, 2->?^ ?vu:/ n f^) -5- (2, 3- 

v 5 ^ h^r^7^=>'V)-2-^-^ry-l,2,3,5-7 i h7t Kb-4, 
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iyi^-fe^/K pf^v, x^nf^y, s<Asf->j>is^ r/i/^f/v^y, 

-r/w^-yvi^y, ^y-yvwy^) , ^v^as^ 

^tfy, 7Apv?£V x 31*=$?^^ =*^tr5^f) , *P=S?>*M«i*rj , & 

vi?y KWK 7x^7"BAV-/l/75y, ^n^I/</^^) , 
tfia$3H («x X-frV X? V h*&) > /3 3T^=*b (flk CL-3 16 
243, SR — 58611 - A. UL-TG-307, SB-22 6 5 52, AJ 
15 -9 6 7 7, BMS-1 9 60 8 5, AZ40 14 0§) „ Ktt^ff*WB06l 
i^^f, CNTF (^fttt*£$*l*l?) 5) , ny^R^y7rf= 
X}- (flk VlSf-Vy/V. FPL-l 5 849§) W^tfbJl/S. 

JflJSaU: L-Ttt, Mx-tf^fiJ-^y-fPfEft («, f-y ^yWft^- b y ^x^n 
i-y\ •9-y^yHft*/W>5'A-rd-^i2 5^<S) „ ^7-^KaMK5M ($k ^T^K, 
20 v^o^yfT^K, |-y y p/M^T-^K, tKn^PPf7«?K, tRn7;i' 
y^T^h\ ^yf^tKn^noWK, ^i^/u^-i* h\ #JJf-rs?h\ y 

P f7^ k«5) „ for* p ^aapi ($k x fp / 7 y h ^ v y 7^7 

y7? K3R»ki (m, yp/wyy Ky, >7A^>h\ -fy^$ k<S) ^ryt? 
25 h\ ^ y y /nf ^y y y ygg, tr = k % yy y = 7Pt? 
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(#K tf^^JJ^^-V, tfVy 5 ^^ **y— „ 

■i^Z—uJ^s (ID . np^USiE? (#Js aao*3P = 
10 -iMSta-?, xi)7a/Kxfyf) miL-i, IL-2, 

I L— 1 2^ifd5®S LV\ 

!7A X ^kr-^y >T- h 3 ?A(dalteparin sodium) ft if) % 7/V7r!)y (01 
?;V7r JJ ^y ? Aft if) , JahP^fcTMg (#k T/ktfhP-'^aragatroban) 
15 4 if) , ifiL^fil^ (M. ^o^t- if (urokinase), ^y^-T" — i? (tisokinase), 
T/VrT'y— ^(alteplase), "T^T 1 :/?— -tf (nateplaseX ^Vfzfy^-' £(montepla 
seh /< 5 X7°7— ^(pamiteplase)^ if) , ik/J^^Wlf H$ (ffik i&H^ D t° 
v^Cticlopidine hydrochloride), -7PX^y- /Kcilostazol), ^fnf^yhi 
■x.^vb\ ^<77 p D^h - 7 v "hy r> A (beraprost sodium), W^ffr )\si${f l^7 w h (sarp 
20 ogrelate hydrochloride) ft if ) ft if £>tv£„ 

1HUK£fl&!fcfclfc UTit fljfc.iiTVl'^Tfl/l'f K^A' (alfacalcidol) % 
i/YDX—tV (calcitriol) , zc)\>% tl> \ (elcaltonin) % f^rtlA'V h 
(calcitonin salmon) , }• y A (estriol) , -f7jJ7 7**> 
(ipriflavone) s ^5 Kn >Ht:i7"" h V (pamidronate disodium) TV>" 
25 Fn h y !7A?kfP^) (alendronate sodium hydrate) , ;y # K P >gg ~ 

•^-^y^7-^ (incadronate disodium) £>frl5„ 
tS3S*^9i:L-CW:, Mx.ff^^y^ (tacrine) „ K^^U (donepezil) , JJ 
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(rivastigmine) % ^7^5> (galantamine) ^*ti$rj'£>fr£. 
&&fi&&fifflkLXtt^ WitfT^^^y (apomorphine) „ ^au^^yjV 
7**1-7 ■iA' (sildenafil citrate) ^fl^tf btbSo 

5 hydrochloride) „ &M*t* i ri/Z?-f-~>' (oxybutynin hydrochloride) , Wttfn 
Td^Dls (propiverine hydrochloride) ^;&S;§£ff btt-5 0 

tshKs mm*7*^mmT*mmm&wttM*bmibb*iT\<^mm, 
n t^i/n-fra &>u * y*^- • y *t*-^- (c 

ancer Reseach) , 354 9#, 5 9 3 5-5 9 3 9H, 1 9 8 9^3 , "futfX'ru 
10 yffi&# (Ms t>fX7-v~-jVT*K7— V) W-y—t-jv • iff ■ ? l) -U/V - it 

yaa«>- (Journal of Clinical Oncology) , fg 1 213~2 2 5l, 1 

9 9 4« , WRxTuJ K (#k ^f-^f-^/V^) % 5 

rh7t Kn^^lfy-^^J (^ciSfcttV>Tnfc±f5i:|Rl«) > Wtts&&# 

SI (#Js rn.f niJ-X^a^^) [^!)r^^ • S?+~ - iff' ^r^yf 
15 — (British Journal of Cancer) , |6 8|, 314~318l, 1 9 9 3^), 

m&frjl^y, IGF-1. *>5V^«S«Jlt«:f|»-t-5H^-"efc5TNF-o, L 

20 v^—m*^ vyr-rj >r y ^»«ntsi <#* l< 

25 1) jyxDlsftWffimi ($f*L<fi^/W*-^!>VT^J) fcitfa-^n^V 

2) -f ^ y ^UMEifeW (^sl^^/wj^/i^^tsi]) taxuiffr-r^i k 
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5 5 ) ^ <J :^J^tt*$ai*5j:tffcr ^T^-f H5H ; 

feoffifcJ: »7§|#jeiS*i,5-e*)5 5R»S»*«*^lc|J&jl:-ct« 0 ^frKta&T, 
(l 2) 

15 BAT, *38W<K^1*©»Jtifetov-C»W-rs. fc*J» (la) 38,fctf (I 

i) f±. (i) t^tts©-?, fb^» (i) <Dmmm\~^xmm-f?>, 

(I) lis afts^aio^fe s «£ffEATfcii*i-Aifc~ I *fe&SVM3:^*ti£ 
-aSS; (i) Y^/utf'^/uST-fcSfba* (i-2) tt. {BJxfiiUT© 

20 Afel:ioTlS^5. 




(I-D (| _ 2) 

56 



WO 02/40458 



PCT/JPOl/10001 



] 

#Sfc-ett, fls£4fe ( I - l ) ^»^^l^#-f-r i: icJ: ?U fls^* ( I - 

2) -OTg-rs,, 

10 «<b LTtt, WxL(fK»* JJ V D !7A N £»^!7Aftif<Z)7A< 

* y ^R-ftafeifi ; *a, Aft if ©t^* y ±i«i ; 

•7- h y # h * v- Kft if ©r/^ y ^jrt^=^ k ; %Mik% v *? a n 
•7- b y tj a n jmhe y ^ # Aft ifOTK^-fbr^* y &jr ; im\^ v * a n 
#^•7 Aft^^^r/i^ y ±®&ISft if&mf btis 0 

15 »*fcttiftS©ffiffl*f4, ft&m (I-l) ^^bTj§f!l*-C'$>^ D 

L<tt, novate, ,d-i) t»u»2~ft5oai i&s©^ 

Sttx (I-l) K^tfU *&1. 2~^J5SftT-fe5„ 

-gTMtiEi: L-Cfi, Mxfcf;* ^ /-^^©r^^-zi/g ; ^ h 5 

tFP77^ v'^^r-b"^ S?J^yl^c— =r fVti}£<D^-— ; V t^jVT.rV'fc 

20 ^k»±u«t* h^ftif^b^tts im&>±<n®mkfcb<Dm&mm%wm 

ElCBUeHU ^)-2 0~^Jl 5 0U &£L<tt*&-l 0~^J1 0 

$><5„ 

25 KiSiiSH^ >§^ 3$o. i~^j2 0NFW-efe5 o 

5 »r. L-C#fo*t5fl;-g* (1-2) tt, ^*D<W^Htf»»^a, #Jx.{i2l$8, 
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fcaa, iMAmx-mmt-s-mt x^xm^^z^m a-o 14, 

^-•f)V Hsr-f ^rf Xi f^f -ir^Xby— (Journal of Heterocyclic Che 

mistry) „ 2 45 31 (1 9 9 1^) ; i**— *VU *~13~yt> 

5 ^r%^Y3— (Journal of Organic Chemistry) „ 4 9|, 44 1 91 (1 9 84 
¥) ;rf7^KPV V^—X (Tetrahedron Letters) > 3 4f> 4851 (1 

9 9 3^) fciTfclB«i*;ix*a^5#8u *SV^£;h,fc*Cfc#ftfc:J:oT»a^ 
— (I) <k YtfTS Nb**t*:i»yi/jj?*^£Tf*)a^* (1-3) tt, 

io mzLtiskTOBmzk-oxm&ztiz* 
mm. 



*ife-C-H, (1-2) ^r7 5 KftSftfcMi-^ifciU, (I- 

15 3) sr»art-a. iflE^t*i©*jsfe % #jxM\ (1-2) Hb-g* 

(VI) fcfc*8^&^Tjiffl!^$**2F8U *>5VHi» (1-2) <Dfc 

fc&mWftt, ik&m (VI) itr3aSRjES*-&5*jfefeir«r/lv^-rfTt3tL5o ^ 



(1-2) 



R 




(1-3) 
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5 h\ N, N-i?^ J-/lsT± h T 5 Hfc if ©T SFI;^od i?^ n ct ^ ^ 

ft-g* (VI) (D&mAtt, ft&m (1-2) K*fLT x 0. l~10^t, 
H^WOffiffiSrt^ flJ^W (1-2) fcftLT, 0. 1-10*^31 

K x 1 -jq^w- 3 - fvVT 5 / MAfbAs^M % K2fct**©*fcSafifc ^ 

±13 Lfc^ffiM^^T $ lHfcfi£©M*r±, ft-frfllJ (1-2) K*t LT. 
20 0. 1~1 O^-yU-^i, £?£L.<f*0. 3~3 i t7USaT?*>5o 
K^S^fis - 3 oic~ 1 0 om§c 
Rjfia^Wfi* o. 5~6 otifffivhz* 

te&vs d-2) ©^^^^v^^tfev^^-a-^ d-2) ©as 
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fb-a^ (vi) ©^ffiSfi, fls£* (1-2) tMLT, o. i~io*;vSI, 
#J:L<l*0. 3~3*/W5fiT?;fc5o *ft£©<£MH\ (1-2) {c^b 

15 ~C, 0. 1-1 0^t^:ft> &£lXf20. 3~3*^ft-?$>5„ 
BD&fiKtt, -30TC-10 0 o CT?fc5 D 

&£3*IBI±. atlf* 0. 5-2 ORtRSiTr&S,, 

S^SHIfoMbSrJBv^S*^ (1-2) i*BnK»i^;v (09, 

20 ^ y ^jvt % ^ t— N-^f-zi^t/w^y ^ n, N-^fvi'T—y 
a, m;*.& % RBW-hy5rA, ^y^, #ibh?s'Pa$) w# 

#Tlc£J£;;*-tt> £&tefts£*> (VI) tR^^*5 0 

fn^w (vi) (omm&n, (1-2) caux, ®^o. i~io^§ 
25 ft, $f*t<rio. 3~3^^m-efe^ 0 

gWfts 0. 5-2 ou#Bg-efc5o 
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r©±5l:U#&*i5^ft (1-3) ft, <k&<£#^«P&. 
SKEEftttL t&OSlW, iftttU ffl&fts fluffs ^B-rh^7 7-f-ftiflziJ:5mWfil 

ft*5. ilBB^-CEWb-a-^i: U-C^v^feJxSft^* (1-2) f±, &*.t£±& 

£fc ±|BBife"t?JMsHk'&'»ibT«i^bix5fli^* (vi) H\ &WJkfr<Dim 

(I) «K Y^k Ka*$/S-e*5fls-@* (1-4) » N ^Jx.«OT^C 

10 [C&] 



15 CD^tf b^5o 

*BsT?Hu fc£tt ( I - 1 ) *aa5c®SfcfH-^ £ fc± 5 fb£* ( I - 4 ) Srfil 



(1-1) 




(1-4) 
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So 

a7c8i©ttffls«* < i - 1 ) u u < b*j o . 5 ~#u o^v 

5 yft i?fl!«?#a^ifl3**iS ; ^ P D TjvKk. v?* u P ^ * if ©^n ^y{b£Hk 
£*Lfe©«fiKf±. LTJlvvt i fe < l:v\ 

sfir» *a-5 o~*ai 5 ot, iftKiiii-io-ftioot;? 

10 

:©±9fLT#bn5ft^ (1-4) tis 

15 — USS; (I) tf> % Y^:-OCOR 4 (R 4 {4BUl2i: ISIStilSr^f) 
5£-C*>5fc£W (1-5) tt, «ittf«T©Dife|cJ;oT»3t*^5. 

(1-4) ~ i-( 

R 1 Wb-CH 2 0C0R 4 

(1-5) 

20 *jfe-ei±, fl:^* (1-4) Srrv/WfcStBlcf+i-^i^.tt), it&m (I- 

^SiL-ctt, fla.HWfrfr'ft (1-4) ktfA'tfi'ttBtUM* (r 4 co s h) i*!6 
^B*J5v^iagg|»^**5*^ fcsv^fi, %jvi$^tMm& (R 4 co 2 h) © 
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rx% ^&t> (1-4) ■k#A»tf*swmmfc (r 4 co 2 h) t^m^m^m^rm 
mm&isitzj>m\-±, mzvtc m-m> (1-2) tit^m <vd tzm-frmzm 

A^mStt (DMiWate if) iftf^i-f b^5„ 

h 9 fc Kn77>, vM-^MJ-v, ^^vucn— - /vuft if CD^n— vvvil ; g£g£ai^vK 

#/w#:^©^ttit*#©tefl!;l:H\ -fb^ ( I - 4 ) LT 0 . l ~ l 0 
^Sl:* #1:L<fS0. 3~3^wSftT*$)S 0 mS^Mfifi, -fb^fe ( I - 
4) |£#LT» O.- 1~10^I N |f^U<»0. 3~3*/l'3ftT?&S» 

25 sjssjui, asr, -3oic~i o ot;-c*>«. 

i^c, S&£*&>Mfe«rfflv*<5*§£\ *^#i«B|3g:# (R 4 co 2 H) ^pc^ 
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if) (#k hy^^r?^ t~>j^ N-^^^/^y ^, N, N — 

*mt% y v a, ^tk^ h y r> a, mm-r h v •> j»> ®m.x y ? a n $ 

5 ®E-fcv">Aftif) o#£Tfc:KJ££ii\ £&fcfc£4fc (1-4) ££IS£*5 0 
tf^^SI'IftW'&Mti:, te&m (1-4) fcttLT. SfitO. 1-10* 

asiasH:, aft, -3 ot:~i 0 oto5„ 

as^fi. »f& % 0. 5-2 0t#fST-&5 o 
10 ::©j;$fcL-tfce>;riSte£* (1-5) it, &&w#it*t®£3^ #Rf£M> 

ftfe. ilBDfeTJSIsHb'&ftkLXffl^&tuSfb-g* (1—4) f± N #Jx.f£±lB 

15 — fl§5£ (I) idfcl^T, -OR 3 " (R 3a f±HfflB<bl^^^i-) T?^ 

S;h/S2£-C;fc3fls£4& (1-6) 0!*.tfaT«?Efefc±rJ<FffitJ;o-Ct>»K& 



20 



(1-4) 



R 3a -X (VII) 




Wb-CH 2 0R 3a 



(1-6) 

xetKu^s. ^py^»^fcf±s;: -oso 2 r 8 (R*nmm%ci 
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" 1\ ] 

~4<OT/Vdr/uSt LtTf±, *5vK ^fvK -fuM^ yfyy°nif;u, 
5 -fy^vK sec.-^/K t. -T'fVVft if fl^tf bin, toffc^f/V^lftL^, 

6~1 0O7U- /ugj K&f75£^f^6~-1 O07!l^/Hi: LTtt. 7x=;K 
^fvuft if tfSW foO^fe:?^-^^ U\ 
*ST'tt, (T-4) ift-e-ft (VII) fcOSffifciOfc^ft (1-6) & 

10 ilBfrtS. 

(Synthesis) lH ( 1 9 8 1^) ^12^©*^. foSV^iitt^l^fe^iC «t «3 

fr^tiSc -i-fc*>%, ii&s Wfc^&±tmm^©#£T, 

ti!) y^ifcitmi^lo^lii, teg-tt (i-4) fc#u *f*L< 
20 J±j)&l~l&5*/uai:-x?*)S 0 

Kn 77^ If W£ if ©:n~ r/^S ; ^ o o ^.A, a c ><# t*<D 

N, N - ^■/pjJs/V'A 7" 5 Yt£E<DT % ; p< =f-;V7>)V^ 9 y F £ if © 
v\ 

KfcU&fc, ml%. m-5 0~ffil 5 Ot^ &£L<fct;&- 10-^10 OtTC 5 
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Xtf^n^JgC^fcHS*; : -OS0 2 R 8 (R 8 «MI3i: Eliftifc "C^* 

lUfi;try^ hyxf/vr^v, n, n-s^Tvut^jj:^ 1, 8— s^tu 8 

10 tfv^n [5. 4. 0] »^V7**-7-3iWj;^07'5^B;7k3l5ft*lJ^A x tK 
F, #y*A t.-^h^^K^ifeDT/U^y^ST/^^^F^if^rffenSc 

^nfc*3E©*6fflft«x (i-4) m>Etu N l < tm 1 ~» 5 

20 SSODftl^TJjft^bXfflV^TtiV^ 

KJSM^fix I&-5 0~j&l 5 0t, #3;L<tt#J-l 0~$J1 OO'C'C 

K&l$lfflHU li^T, mo. 5~$2 0R#^X-fc6„ 

^Oi^^Lr^btLS^^ (1-6) fi s ^ftJ©^PStf»»«, AJjiLrfWtt. 
[Fife] 
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N 




R-OH (VIII) 



(1-6) 



R 



Wb-CH 2 E 



(1 1 1-1) 



D£ff\ Efi^P^yjK^SfcttaS;: -OS0 2 R 8 (R 8 f2BUl3<tll?taSr^-f ) 
fcSiTtt, fli^tt (ill— i) (vnr) boKfcfctVih-S® (1-6) 

SI**?- h P b y y fcfiHr^* AfcaroTvi';* u 

1, 8-v ! TlPK'v'iJ'P [5. 4. 0] 9yf*-7-xy4^7 5 ; zk^ 

<fb* y ]> y >>A*if©AJIWc*{bfe ; -r y y h=arvh% -rh 

15 a«t*ffe>*t$. 

fljg* (iii-i) fc#U #*L<ttl&i~j»5*^S 
20 ft i>©^~ f /Hi ;Ttby, >fi £<DSr Fy|;^o 7js/W> x ^>7 
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roi5iat#^5M (1-6) «, &*n©^»«fi[^ft, #J;i 

H-Jcifctt- (CH 2 ) 2 -T'&5>fb"£fe Rn€t^b^#J (1-9) (I - 

10) ] f±, eiTOGjfefci:o-r^t!3t^H5 0 
10 [Gifc] 




R 1 C0 2 R 3a R U 'CH 2 0H R 1 

(1-7) (1-8) (IV) 




r1 CH=CH-C0 2 R 3a R 1/ x CH2CH 2 C0 2 R 3a 

(l ~ 9) (1-10) 

15 fc>;ft,S> 0 
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«5c3i«>*effli:»±, ( i - 7 > \cm u t < t±m 0 . 5 1 0 ^ 

i'fc if c^S^-fbzkH?! ; 9 p o sJvua* -^po^ if tf^n Wb^Hb 

10 RfomMn, *&- 5 o~&u 5 ot, #£u<te>&- 1 o~^)i 0 cc-? 

Rj£l$MW\ S#* ifiO. 5~^J2 OHfPfTC-fcSo 

^©j:5tLT^b*ts<b-a'« (1-8) {4, &fc©&at»K#i^ 

15 »r«r.fcasT?*«. 

fc*»\ ±EG*fc©:Dei te^TWWb£*£ LTfflv^^s^fe (1-7) 

tt, ^xff^— ^nf-^JJ;/* <5r5^ h y- (Journal of He 
terocyclic Chemistry) , 2 8i, 453 M (1 9 9 l¥) ; V'^—YjV 
Jr^-j3~yp fr^?s h V ~~ (Journal of Organic Chemistry) „ 4 9# N 4 4 1 
20 91 (1 9 84^) ;r h7^Fo^ I'*— X (Tetrahedron Letters) „ 3 4f, 
48 51 (1 9 9 3 *f) m^BM^nX\^^m. *>5V^»r.^ClpCfc^ifetEt 

(1*12) ^{bSS 
25 frfrlZ. 
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BWb*fl©ffiJB*tt, (1-8) fc^u »*l<Hj»i~*&i o^Sft 

5 ft i£(6^—TJ^m ; n n ^ n p * ? ^fc }£(D^n ?>fcfo{C7kmW£ 

En&m&tt, a»s &-5o~m sot:. &±L<t±m-i o~m oo°cx* 

10 fb#i& (IV) tt< ^^/V^y^^iXKfti'O^/U^drv'Flii^nD^ 

8) fc, Hitfbfift^fy ^«S#4fctt^-*f-y/u^n y Kfc£©R*&f*8( trite*., 

sbthP ai^r 5 ^ n - * ^v^/i^ y ^ft ifiD^mmm $ * s r t 

i5 ^j^^^d ^>^ffi s fa. ( i — 8 ) K*t u u< tt^i i ~m i o 
mxhz> a 

^m&&<D&mmi*, m&m ( i - 8 ) k*t u l< i ~a& i o 

SJSfiSli, j^l— 5 0~^I 1 5 OIC, #*L<J±|$-1 0-^)1 OO'CT- 

20 fo5o 

'©ipCLTfbllS^ (IV) (4, ^©£|j|»«#«. «!lx.«»«6, » 

25 (IS 3) it^KJ^ 

#£0£-or±, itS^ST. *«yi^Ri^itfe (IV) t©E^k-.J:!J, {fc-g* 
(1-9) SrM-TSc 
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5 y&m<D@L%&^ \mm (iy) &£L<f*fti~$i 

10 N, N-S^^T-y >\ 1, S-v^Tif^i/^n [5. 4. 0] WfJ)-l 

-^i/iiz<DT % ; **fk# y i> a, tk^^- h y ^a&^^m**^ ; 

•^-hy -^by [>dr>y h\ t. -~f \- 3r v' if(OT 

^b^g^Mf^ fb-&« (IV) l-^U 0*L<«j^l~^5*^fiX- 
15 $>5„ 

* if O^-x/V^ ; * n p 7is;UJ±, itfvvj* ¥<D^ o Wfc£ffc**S ; 

20 *^KS4^tff>ns. cm an©*ij^t?a^Lxfflv>Tt>«fc 

SJ^Mtt, ft- 5 0~ftl 5 Ot, &$.l,<tZffi-l 0~#U1 0 OtH? 

25 £©±5fcLT#bftSfl5-£*b (1-9) 11, ^*B©^Btfif«¥a. 

immm. mmmm, m&&. mm. swat 
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(XS4) *3MbEfc 

z-tibmmtmfmvmmmtt, ^am (1-9) ^*ru ^i,<tmo. 0 

15 SJStfiigfi, jj$-5 0~$Jl 5 0U #&L<[3^-1 0~^J1 0 OXX* 

fc<5o 

i©«t5fcL-c#&*tsft^* (1 -10) f± N &fr<D#MmM^®, ms-im 
20 iiiitsrims. 

— 8t5t (I) 4", Y^/UzJ?^^£r-fe»? % WjJS- (ch 2 ) 2 -T?*5ft-e-» 
(1-1 «T©HSfclc±oTfcJB£3ft*. 
[Hj£] 
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1311 



N 




R 



R 



CH 2 CH(C0 2 R° d ) 2 



(V) 



N 




R 



CH 2 CH 2 C0 2 H 



(1-11) 



(igi) MfcRfc 

^jfex-tt, \\&m on- 2) ^v>&i?^*<r;i'$:m^ti2i%mmm50&\z 

5 #i-ri{r,tt3. K&m (V) Sr^5g1-5o 

m.mt lt{±, ffl^.tf*iftfl:y a, afcSMk* y t> a, *»fb^- j> y * a, $ 
Bfetafc:*-MJ pa, &sfc&y#A, eiiHr'>!>Aftif©r/i'*];^«iS;fii»^y 
io *a % a, *gfeftx<j;^A, *iifefls*/uvi>A*if©r/i/*y±JB4fe 

jMtt;try^^ fy^;w^>\ n, n-5?^^-/ut=u ^ i, s—^riF 

If^P [5. 4. 0] 9^T^-7-^^if<OT5^S;7K^*y !?A N 7k 
Ktffc-J- h y *Afc£©&JR*#fb* ; > y ^Apt K h y ->A^ hdf 

Fn *y«JrA t.-^h*^Kft^©T/U'*UdfeR7'^3^S/K*^as*tfb*u5. 

rH^tlfcit/vD yi^x^f/^tilfi, ft^46 (in- 2) jcsju & 
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il?j?> *?J-5 0~*&1 5 0"C, #*U<tt#Sl-l 0-^)1 OOtt 

£.©J:5fcLT*§fe*b3fl:3-* (v) tt. ^®&Rgtt§t?M& mtfftK, « 

(iiB2) Jft^UKJS 

.fls^» (v) «rJtt&«R£fctt-r::£iz:,fci? N fls£* (i-i D & 

m<Dmmm^ w&m <v) i^LtJiitt*fc5„ »jl<i±, fb-e-fe 

20 (V) ^MU &2~j&5 OiiirCfeS,, 

«fcv\ 

(V) *^*/>«R^«fcLfc!ft, !SMM?LT<ffc£|fe (1-1 l) *SBfii-«. 
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^m^vv^A, *BWk^^yi>A, *»fls*^>C'Afeif©r/u*y±SAJIMft; 

^S<D^ffiftf4 N (V) fc#LTifflH*-?&5. »*b<tts ft£ 

4& (V) raU j^j 2. 5^2 0Sifib5 o 

itoT^a-vHB ; X f7 t f'a77^ SWrf->\ i^cnf-yU3i— r/Vft if©= 
Rgiftli, gft, |f|-2 0~ftl5OU 0*U<r±»-l 0~ftl OO^Cf 

RffcMMtt* iifj?, ft- 2 0~ft2 5 #£L<Jift5 0-^)2 0 Ottfe 

20 kjss3fbb»±* ft o . i ~ft 2 o rnmxh 5. 

25 ^Il^tfcfcfcS : -OS0 2 R 8 (R 8 «pHB£l^lca&r*-f-) f*^^5S-efc5 

ttx Htfe^jSV^XJlCPHb'frfttbTfflV^JlS'fc^* (in- 2) 
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[life] 

(1-4) (I I l-D 

E&^vJf^m^X'hZfc&Va (III- 1) tt, ffljttfflj^fc (1-4) i:^n^ 

10 ^n^y^|©ffltt, (1-4) fc#U »*L<H*Jl~J|ft2 0^ 

& rA-li ; n n ^nn^? if ©ad y^b^bTk^tSft 

SlSiltt, i§?§\ D-20~fil5 OU &tL<(l|)0~l)10 O'CT'SbS., 

s*i*rar±* #& o . 1 2 o nfubt* 5. 

EiJ53C:-OS0 2 R 8 (R 8 ttT|[jiB<tl^a£:^-f) T-^£fr5ST-fc3<fb£-$> 

20 (111-1) 14, W*.tffl:^4fe (1-4) i^^=/Wk^IiSr> J6:i:©ift£©#tfE 

25 -t?^*/U;fc-/WP y Kft<W£ff bft§„ r©»£\ E^-tJxW^'W^^r^^ 
h^u*+t/*5j:tJ^>-^^x/u*=/v^-^^-efc5-fk-a-#j (1-1) #4y£-t3„ 
^/n}?=yHbffl*sJ:W!ft*©*EfflftH;N te##J (1-4) f^atU &£L<te& 
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lH6 2*A-NSST**>a. 
5 Kftif ©7 nn*;^ ^po^^ y^^^n^^b^Tk^ ; 

Kf£l$fSH, 5^0. l~®2 0B#ffi-I?fc5 o 

io rwiStubTWfetb*^* (iii-D fi, <k&©#$Mtt^It 0!;lfi«f& 

jtfc^/K j. hdrv^/Wtf^/K t e r t -7 V JV&=-jVt£}£) „ ^W'fyK 

v^/U^-Aftif) , MJ^/K 7*ti4JU s N, N-^^AT§y>^W> 
v']J/L' (#J, MJ^^Av'U/K b y^A^y A\ v^f-A^-AVy/K t 
e r t-T'fvl'^^VWy/K t e t t -^A^^AiX y Aft if) . C 2 _ 6 T 

o^n^yjg^F 7^i, airmttl?) , c,.,^**/ (09, 
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ntT/K -Yy/ntVK t e r t -^/Hfc if) % C 7 . 13 77/v^ 

^ysvufcw . hv^JK i/v* (0iJx h y ^fvui/y/K hy^f 

/U^y^K ^^^7*=^!/;^ t e r t-^f^^f^P^ t e r t 
10 atVK -fy/ntVK te r t-^/Hfeif) . 7ss^ h !> 

P77=^ ixy/v h y ^gv^y/K hy^^vi^y/K ^^-^7*= 

15 /Wy^K tert-^f-^f/V^J/K t e r t-T'f^xf^!);^ 

^/V"— ^fy #—3}z=-y? i/l/^i/P* (Protective Groups in Organic 
25 Synthesis) , John Wiley and Sons flj (1 9 8 0) fcgB«©*ifefe £»Clp DTfTX. 
tf±V\ flfctf, tfSs ^ K^>\ Ky^>\ N-^ 

/I'Wi/W^ylfctHJ!?^ 7h77*^7y : f-!)A7/Vty h\ ftlM 
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fl3-a* ( I ) *K £#J*tt*x ffiBAttfc HMESttfr £-&*rr5 

£*i&t>fc£* (i) fcU-c^Sixsttfefcs iffckfc©-&ifc£*fcs 
10 (I) i~£££*i3 0 

& (+) -rn^rn. (-) -s*m. (+) (-) - 

2) ^7/^7^^ 

fflMWnvh^77>f-Ot&, ENANTIO-OVM (h~ 
25 y— tt^) feSV^tt, ^-t^tfc^ CHIRAL^!)-X)iif©*7W7At 
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P-Ch i r a s i 1-DeX CB (5?— ;x>l/f--f :xi/*tfc8|) ft if© 7/1^ 
5 3) v^T^V^Hfe 

ft^*feX*-««fc LfcSK to&fMBO&t£i!<Dft,<mi£imKX. 9ft#?£{£ft 
WI(ISmSrWl3»+iifcJ:D*^Mtt«s«:#«*fe, #Jx.tf, ft^* (I) 
10 rt t K d * i/2. 1t it 1 , 2 j&T 5 / 4§3\ fltfls^ft fc %&&&t&m 

Wt (MlLfc MTPA [«->• h*i/~a- ( M) 7;V*P^f ;V) 
ft) , (-) -*lsh*isffim) t£i£l:*:n&5i!fctctti-Zkl£3LV), Zti^th 
i^fA4*fc«7? Kflc©i?7^f Ptv-^ft&ftS, ffc-g-ft (i) as 

25 7nK7?mH, ^K&tL<«M (II) *>L<fi^©ifcJ:fcJ3>£©:/ 
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ti. QM#ftinMmsl 2 6mg/d lBA-fc*fcH:7 5 gfto:/KfriS&?!fK» (V 
5 g OG TT) 2R$ffflfMSl 4 Omg/d 1 £l±*e*>5ft#feiD "eC^SiRflSK 

\LLxmm~tz>z.t&x*$s *mMm w. t k ?yK 

ETR^ f*»0!U ##0i|> ^^^oraWSr^rfT^casWSrSfeWSlfcR 

15 S:*i- 0 Sfc, Mitt, 1~3 OlCo^^i-o 

HJfi«K*3V^T, HPLC ttWT©*fHc £ D Lfc. 
m^tftSS : l»I LC-lOAvp v-^ 
#7A:CAPSEL PAK C18UG120 S-3 jxm, 2. 0 X 50inm 

tm-.M&-. 0.1% ni7/^p^ -£w*> 

20 B ffi ; 0. 1% h y 7/u*nB|5» ^TTi? h= MJ -rt' 

^7i?xyht>f^;l/: 0.00# (A^/B^ = 90/10) , 4.00# (Aift/Btt 
= 5/95) , 5.50# (AI/B« = 5/95) , 5. 51 # (A«/B^ = 9 
0/10) , 8.00# (kWBW = 90/10) 
SEA* : 2 /i K SBt : 0. 5 ml/min, ^fflffi : UV 220nm 

25 gafeWcfeV^C h/V (MS) te&LT<D&fi : fc£y)m%.Ltz a 

j-—?—Xl± ZMD 
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-i ^^ikfe : js.^SIEih^'i (Atmospheric Pressure Chemical Ionizati 

on: APCI) izfcitM+WM't X^ikfe (Electron Spray Ionization : ES 
I) 

5 # 7 A : YMC Combiprep ODS-A S-5 ^ m, 50 X 20 mmm 
jg£:Aft; 0.1% r- U 7/1^ PgfS£ ^W*. 

B$t; 0.1% h 9 ^A-tfuitSI #WT*fe f ^ h U ^ ■ 

^s^^mj-^/u: o.oo# (km/Bm = 90/10), i.2o# (ai/b 

= 90/10) , 4.75# (AWBm = 0/100) , 7. 30 # (A^/B^ = 
10 0/100) , 7.40# (A?£/B$ = 90/10) , 7.50# (aWB%& = 90/1 
0) 

MM : 25 ml/min, ^tbfe : UV 220nm 

is ic4ott 5 aonst^m 

m<ns»7-yv (7mm. ipse) £-iMft*u v^ik&m&^mvmm* 

WHft^lfl (3 0mg/kgM/lOmL (£ffiffl8. 1 6, 6 6, 6 8, 79, 
9 4. 1 2 3<D{k&m ffcli5 0mg/kgM/10mL (Hffitil 5 8 , 7 0O 
20 ft^ft) ) «\ fy^x^fflV^T^P^U 6 0Mi:iR^^^t# (2 
g/kg^m/10mL) &H#rL;fc 0 ^ffif&3 0#(OB*J&Tf*&JiLU iL&ig&H 

©ilffi, »BS»t^5ft»ffi (%) x*iu mil fc^Ufc. 
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mitt?® 


(% of control) 


8 


8 5 


1 6 


8 8 ' 


5 8 


8 5 


6 6 


8 0 


6 8 


7 5 


7 0 


8 8 


7 9 


7 7 


9 4 


8 1 


12 3 


8 6 



15 <o-e, »»^g^f&il6«£LTWJre*5. 
ftffcffll 2 

8H»©*H4SD7j/ h©K37^t-fMU *BtLfc7ft&*2 4ftig^ 
ZfV-YX\ 2. 8mmo l/L^a-^Srg-triS* (KRB) 1 B#|8J:/ W ^ 
20 afa^^J/g^Lfc^ 1 OOMmo l/L©t**Wfc^*» (*2*Rg) *5iV7. 5 
mm o 1 / L ^a—* fc^tf (^WSriWflS^ttSr-S-* feV^) KRB ICT 1 B£ffl>f 

(%) ttU [^2] |C^Lfc 0 
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5 



8 



2 5 6 



6 4 



2 7 3 



7 0 



2 3 5 



7 7 



2 0 1 



9 2 



15 6 



10 rWct5t. *3BWfl5£*tt. ^fc-Y^U^^{Eii^5r^ri-5©T\ £ 



4' - MJ7;v^p^ hdfv'T-tr h^*/^ (6. 3 0 g) % h])$J>> 
(6 0%, 1. 2 2g) *5 < fctf£RSfcc?*' (7 0ml) ©fi&fcfc 8 OlC 

■cftjf, ftjft (Mgso 4 ) SHBufc. MDMs^tw, n-^^a^/pat 

5K 'Stf-flsT**—* (5. 54g) ©»£**1. 5NFW3a«tLfc. fiOfefi 
-&tt*«H8U ^ffe^^/-/V (1 2 0ml) 
20 jfeBfet Kadp-S//I/T5^ (4. 2 9 g) ^^i, 5 1*1838^ 

7k"C?Sfc^ 0MgSO 4 ) « % »<8Ufc. SHJWS:^ 5*^*9 A^P-rh 
Bfflfe^^-^^f-^ (1:2, S^i*) *ffl*B*»&5- (4- 
M h^v^m — /P) ^ y^-drf-y— yv- 4 -^/^y^^/V- (6. 

25 6 0 g, W7 1%) SrH6»«y»i:Lr^fc. NMR(CDC1 3 ) 5 :1.38(3H, t, J=7. 
0 Hi), 4. 36 (2H, q, J=7.0Hz), 7. 35 (2H, d, J=8.8Hz), 8.22(2H, d, J=8.8Hz), 
8.64(1H, s)„ 



##0iJl 
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##M2 

5- (4- h]) -7As1ru* y^r*/? xl^jv) ^yt^t/-/i'-4-^;u^yi 

xfrfr (6. 6 0g) ©fh7tKo77> (8 0ml) ISJRfc, jMtffcSMy^ 
^TWr^S^PA (1. 0M7h7tKo77^, 55ml) SrO'CT?^o< 

^-Cttffitfc BKft^^vHBfc* ffiffcfcifcfc-CSfci** SI(MgS0 4 ) I, 
5- (4- MJ^/V^-n^ h^rv'^^-zl') - 4 y^-fry* P/I^y * y — 
(5. 7 0g, IRf9 9%) tifiiiiLtftfc. gtH^/l^— .^if-^bl? 
fc-ftUfc. »&4 6~4 6t 0 
10 3 

4' - \*v y^jtn^f-jvr^ Y?^J v do. Og) % fcmiki-hV VJ± 

(6 0%, 2. 13g) ioit^^^/U (80ml) <Dig£$J £ 8 0 1; 

f9oM^fi€fc„ sissi^«it*s:jp^ ^^x*f?pufcm, mm^/is 

T'JftttlLfCo fflgM^/UjBtt, ffl»A!ft*T?^ ttft (MgS0 4 ) fL ««Lfc. 

(1 : 9, #fflSW»e>* 3-^y-3- (4-M)7A'tP^f^7i 

^jjVl^A 75 K v 5 /* ^r-t ^ ( 9 . 5 0 g ) <Z>?S3^£r 1 B#^ilSS Lit. 
SfS»^*S:««U M4fc*:^*y-/i' (8 0ml) fci8ftLfc 0 #fettfcSSflft 
20 |C N Hi: Kndf^T^y (7. 3 9g) Sr^D^ 2^ratfc 0 

7jC?8fcflK fflk (MgS0 4 ) & s ^Lfc 0 M^WW7A^P-7h^ 

77^-c#u g^^?yu— ^u-^ (i:9, $aut) 

a^^f-V^bfU&ftLTH 5- (4-HJ7/^p^^7i^) -fy^ 
25 -y-y-^-4-^/^^^/V (8. 4 2g, »5 6%) frM&V XA&t 
LXWz 0 B&5 3~5 4U 
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H-*h*i'-1*-J-'f-A'T%l<4&&£. (9. 2 8g) , hD^^/UT^V (1 
4ml) 33j;t*N, N-^f^AT; K (5 0 0ml) ©i^|l^IIf3 
05MHa*#S*fc«, 5 - 7s-A"f y^f ^-*-4 (1 4. 9 

5g) , 1-tKn^-lH-l, 2, 3-^<>y fJJT;/— A"**!* (1 4. 
5 0 8 g) *5«fct/^ 1-^^-3- (3— 5>^^T'5/^n tTAO fjAsfiVJ 
5K (18. OOg) Sr^JP^ iat«^ti-tffc, Rj£®^«Sr*lcatr % ^ 

ttft (MgS0 4 ) #L »»Lfco «S4fe*VJ*^v*7A^n-rf^9 
T^-KtfU RS*^-^^^ (1:4, *gtft) *fflSW»&N-.* 
10 -N-^vv- (5-731^^-4-" (yyt*f-? % SyM *;k#7 5K (13. 9 
5g, |$7 6%) fc^«MMfei:l/t#*: 0 NMR(CDC1 3 ) 6 :3.36(3H, s), 3,57 
(3H, s), 7.44-7. 56 (3H, m), 7. 86-7. 98 (2H, m), 8.52(1H, s) 0 

N-^ f^v'-N-^^V- (5-7*^-4- fyt^rty U^) fJ^T 
15 ?K (13. Olg) Orh7tKD77> (200ml) *^ft^y 
79-;V7;V^7^ (1. 0Mfb7kKu77^SR 12 0ml) SrOTlT-^ 

^3vi^ttffi Lfc„ g*»3i^yHtt % fifaAifi*T?a5itK (MgS0 4 ) @L « 

20 f-y (1 : 4, ^Jt) aSEWa5^b5-7a=^>ry^-=¥-9-y— ^-4-*/U#T 
/l^fc K (8. 5 4 g, JR^8 8%) &$S&Wfet L"C#fc. NMR(CDC1 3 ) 5 : 7. 
53-7. 66 (3H, m), 7. 87-7. 96 (2H, m), 8.72(1H, s), 10. 10 (1H, s)„ 

A' -7 J\sJrxi^sV 4 /umm^^ (10. 0 2g) £cfctfN, N-S^fSrt' 
25 ^^■/UT-fe^-A' (8. 6 3 g) ©*i£^£rl. 5 Blf^jIirSLfCo 

EJ£»£W«:««U (150ml) fc»»Lfc. Sbfrfr.JS 

S|tKn^7?y (6. 7 5g) £flP?L, 5 ftW&tii Lfc. Kf£fi£ 
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fa&£*Tifei3K $£A (M g S0 4 ) »*Lfc. »B*t^!l*^*7A^B 
■7h/57^-K#U Ifflfctfvl'-^U-J' (1:4, ««fJt) jfcffi«tt»&5- 
(4-7/^07*^) ^y^ty-^-4-*;^i^f^ (9. 75g, 

5 jix^9 1%) *m&&&b^xntc 0 mm^f-^-^-fyt^n^^tzo m& 

9 2-9 3U 
###J7 

5- (4--7/^uy^/u) -r y^-ty-/^- (7. 

0 6g) ©xbyfc K'B77V (50ml) TksUfci^f y 'f'fA/T^X =■' 

10 !7A (1. 0Mrh7kKD77yii, 8 0ml) SrOlCT-«st)o < 9 blMz.fz'&, 

BfcfctfvHBtt, t&fP&£7fc-?ft*§N » (MgSO,) MU 5- (4-7 
;^C7x^) -4— f y^-^yy/^^y-^ (6. 3 5g, W9 0%) 

&&fefciBfcLT#;fc„ &m^Sl>> .^U-^fefft&firUfc. i»J&4 1~4 2lC 0 

15 8 

3' , 4" -^7/^07* l<7iyy (10. 2 7 g) , ^Miti- YV »7iv 
(6 0%, ffitt, 2. 6 0g) JSilfKft^^ (15 0ml) 09>E^Sr8 
oTCTfiNfM^ta^fc. Rl6»^*fc*S:iD^ % #.£Kfc"e*e&+?JiLfctL £ 

20 Jfofc-efttfK (MgS0 4 ) ft, *|gl,fc. ««**SJ:^N, N-S?^^*^ 

^Wt^/Mll. 80g) 1. 5 BSfSHBilE Lfc. 

R*SS^H»S:ftBU »e«£^*/— rt' (2 0 0ml) }-WUfc D ftfe*L*:» 
*&K> ttlfcfc KpW7 5^ (9. 18g) ^An^> 5B#ISiI$fQLfc„ 

25 fq&!£*-T?8fc*k ftft (MgSOj « v MLfc Q ig|)S:V^^7A^n 
vf^77^Hc#U fij«3i^i/-^dp1>-^ (1:9, «iRJt) #ffi»j&»6>5- 
(3, 4-i?7;V*o7x^) J/**t 4 - * A'^yftifA' (11. 
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60g, 7 0%) %M&&&k Ltjlft. ^^^-^^f-^b^^L 

fc. Hl£6 4~6 5t, 

##0?9 

5- (3, 4-v ! 7;l'tn7x^) ^ Vt^t ^/wv- 4 - *;i/#yixf /i/ 
5 (6. 6 8 g) (D7- f7t KB77^ (1 0 Om 1 ) **fb$M Vf^/V 

T)V*^fyl» (1. 0MfF7tKD77^, 7 5m 1) SrO £ lCT^o< Oi: 

ttfflbfc. asfccfvMifa, ftjfe (MgSOj *(BU 5 

- (3. 4-i?7}\s*u-7^=-j\s) - A-jl/ 9 V JVt# (6. 6 8 

10 g, lR¥9 2%) L*C#fc. jSSft^^-^^f-^&SISSb*:. 

H1&7 2~7 3t„ 
###4 1 0 

4' -7p*7tf7i/y o. oog) „ -fcrnfo-rvyvj* (6 0%. 

1 . 8 0g) *5«tOf^^^ (10 0ml) CDJB£*$:8 OtT'lW^l 

(Mgsoj mmhfro n^mxni, N-^fM^r? k 

jVT±$-/v (8. lOg) 5R#W3S*Lfc 0 RJ&iS£*«:tt*IU 

/I' (15 0ml) KABUL*:., »b*tfcflS«»E:. lit 
20 (6. 3 3g) 5 B*IW«ilE Lfc 0 KJfcS^tt&ftJBL* gHMfefc 

(MgS0 4 ) Vks *<6U&. !lSft^!l*y/^7^n?h^77^S:#U 
g^ai^/V— ^fiJ-y (1:9, »ffl»i8>b5- (4-^0*7*=^) 

-f y^ify-^-4-^/^^^/i' (i o. i7 g , 7 6%) &m&M 

25 A t Lt#fc„ ffim^*-^*V^frt>ftM;& Lfc 0 jg£ 4 7 ~ 4 8 
##03 1 1 

5- {4--?u*7^~;U) t^- 4 - *Myt^ (9. 5 
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Og) Cfb7kKn77y (7 0ml) J8#fc, 7K^{k^y^^7^3:-!7 
A (1. OMrl'7b Fuyyymm, 7 0ml) £ Ot:T-tf>o < 9 tJniLfcfcs 

j^i^A/JBtt, tt»£ifi*-T?ifc8K ft»(MgS0 4 ) ft, W8U 5- (4-^ 
5 -A-JVttWVfl'** (8. 03g, W98%) & 

UT#fco Sf»*^v — Ml 0 4-1 0 

5U 
0H 1 2 

4' Yu^^Jj l^sgm^fr (1 0. 6 1g) *5.ktJ*N, N-^^^/U* 
10 ;^7U' i?*7-JVT±9—Jl' (8. 0 6 g) ©fcHMfefcl. 5l*IHaSBSLfcc 

®&»£4&*tt*&u m**^^/-^ (200ml) \zmn>fc. #&*tfc* 

Set* ifi^fc Kodrv-^T5 ^ (6. 3 3g) StAD^, 5B#^3tgSLfc 0 RJSS£- 

mtmreim, nuk (M g so 4 ) anBLfc. «^y*^7A^o 
15 -r — »cft u g^^^-^f-v (i:4, #khj) »m#^e»5- 

(4-=f-a7x^) -<y^-dr-7-y-yV-4-^^>'^^ (9. 7 8g, 

7 8 ~ 7 9 °C„ 
1 3 

20 5- (4-^ fn^mrvl/) yj*-*^/— 4 — (9. 0 
6g) 07F7tKD77> (5 0ml) *3WbS^ = !7 

A (1. 0Mfb7tKP77^», 8 0ml) £ 0 ^"C^o < 9 £ flUxjcgt, 

Hflfct^A-JBtt* ISffcfcifcic-CfciK ttft (Mgsoj & N ilU 5- (4-= 

25 -4->r y^f-yp^y *y-^ (7. i6 g , W9 4%) &■ 

iU 
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1 4 

3' -^DP7tf7xyy (7. OOg) , frMfci-hV £A (6 0%, jftft, 
1. 8 0g) SSX.Xfi&SI&^'T'A' (10 0ml) ©»£*i5: 8 OTJT* 1 ^M^S 

(Mg S0 4 ) »8Lfc 0 .M4M3.fctfN, N-^f>U*>UA7 5K 

/Kr**-^ (8. i5 g ) 1. 5 WFBB»aE Lt. £fldg#*>*r»i8u 

»S«»4r^^y-/v (1 0 Om 1) fc»j*Lfc„ J&bftfciSttlJ:. KndriX 
/V7 2> (8. 3 0g) «riBi, 5 P#ni|ilflfc L£„ £&»£*&*I6U 

(M g so 4 ) mmi>ft a ag»*i/y*w?A^uv h^?7-fn:#u 

H-Ra^/i,-^-!^ (1:9, MJt) *W3a>fe5- (3-^ac7x-;U) 
-f y^f-J^— yl'-.4-*/l'^^R^^ (9. 13g, Jfc^8 0%) £*Sfef£I, 
i LT#fc 0 fiHRai^-^ -drf-^d^TO B B B bfc 0 iSU^ 7 7 ~ 7 8 U 
15 &%ffl 1 5 

5- (3-^nn7i^) ^y^f-V p -^-4-*/U7K^^/V (8. 5 
Og) Crf7tKn77y (8 0ml) iftt, Tk^ft; v>-T y7*f^7;V 5 
A (1. OMr h7k Ko^^^fS, 8 0ml) ^O e C-e^o< >9 i*qx.fc^, 

20 ffitt^AsMte* mo-kM&T-mfr, %JR (MgS0 4 ) fc«U 5- (3-:? 

-4-. ( ytt-f^V'l'?? ft* (6. 8 7g, 7%) & 

&nm 1 6 

5-T-t^-i, a-^is^&tty—* u. 4 5 g) „ Tkntft-f h y 

25 ( 6 0%, jftfe 1. 8 0g) 3oJ:^Ri?a:^ (100ml) O^^I^8 
0tflWMI« o SSM-a-^^TK^APx., *£BT?*gfc«MbL;fc&, £ 

90 



WO 1)2/40458 



PCT/JP01/10001 



ifcfc-CftBK ttffi (MgS0 4 ) »Lt, ^©#)i3j;^N, N— ^y^/l^/V 
^TSK ^y^7i?;?-/V (8. 3 0g) <Dm&m*l.. 5$fm^M\-,1t, £t 
£213*£MU a^tl^^y-^ (10 0ml) KfgfifbfCo #bftfc$« 
fc. (6. 3 3g) 5riJPx. x 5 ^Stiffs Lfc 0 Si^^fe 

&m (Mgsoj ®, mmLtc 0 nm®*^?* 
(i, 3— ^^/^d-^y— ^-5 — c^) -r y^-^y— 7v-4-^y^^n^ 

fvU (9. 4 9g, IR$8 0%) £&-&S£ilIri:LT#fc 0 -dr1^;&> 

10 Mi.lLt M7 3~7 4TC„ 
#3f#iJ 1 7 

5- (i, /u- 5--fyi>-) j y^-fy—/u-4:-A/^ 

(8. 5 6g) ©fF7tFP77^ (7 0ml) ^fc, ^HfcvM' 
yy'^T^^^^i". (1. 0M7h7tKo77>fS, 7 0ml) SrOtt 5 ^ 

is o< 19 ^u*/^ 3 o^raa^SB-fffc. mm 

^^/VT'ttttJLfCo i»t3vHfra\ ^fP^feJc-C'Sfc^ fft& (MgS0 4 ) g> ^ 

16 u 5- (1, 3-'<yyv'*^y^-5-^/i') -4— <y^i*-yy^y 

yy-./V (6. 9 7g, W9 7%) &*k£&&,k\,XWz. Wm=^^-^^ 
>>fr bfc e M9 2~9 31C C 
20 #%#| 1 8 

3' -7/i'tD7t f^^/V(9. 5 4 g) , ^jBflS^- MJ !7 

^ (6 0%, 2. 15g) *Sj:tf&afc5fccfvV (10 0ml) 8 

OtT'l^tjl^ &JS?S^W-*£Jn;L. IfrjfiK-CJicJBSrfWLfcft, M 

25 (MgS0 4 ) &mLtz 0 J8«**5j;tm, N-v^fvWfc/U 

a7$k ^y^vur-fe^-^ (9. 8 3 g ) ©fi^d&i. 5i*BgafiaEufc 0 ^ 
f&»£4&*tt*&u jKHW^^y-^ doomi) tas^Lfc. #feixfcssE«- 
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I', itkKn^75V (7. 4 7g) &MjL, 5 Lfc„ RfoMi,®! 

A*fcJa**8K W (MgS0 4 ) ftBUt. «S«i«:vy*^*?A^PT 
h^^-f-fcttU (1:9, &8Jfc) MtiSW>k5- 

5 (3-^nn-4-7/l/tn7i=;l') ^ y^lfy— 4 -^l^Vg&xfvU 

do. 3 3 g , ik^7i%) %m&%&k i^mr-o m^^-^-v-^b 

ffM&Lfc 0 M1O6-10 7U 
#%#J 1 9 

10 ^5vV- (9. 5 0 g) (D7- h7t KP77V (7 5m 1) ftfttlC, jfcSfeflSSM" V~f 
-ff^TfrX-fyJ* (1. OMff7tKo77>^, 7 5ml) ^Ot-C^o< 

;K#(«Lfc 0 BHft^^Jlttx &fn&£zkT*?fe}$-, ftjR (M g so 4 ) tttiru 

5- (3-^PP-4-7/VtP7i^) -4 y^-=3f-^y U >V}$J — ;V 
15 (7. 5 8g, I(X^9 5%) LT#fc D g^^/U-^t^bl? 

8lLfc 0 Ml 0 6-1 0 7U 
#%#| 2 0 

3' , 4' --^ b^r-fe h7x;y (9. 2 0 g) , TkSffc^MJ £A (6 
0% s 1 . 9 9 g) aaitfSMKfct^/V (10 0ml) <DM&m* 8 OTDT? 

20 H$Ba»#»tf*:. *!ftSfet?*S%*»Ufc«, MX* 3 

Sfcfr, (MgS0 4 ) JMtLfc. 889**3 J; tW, N-^f^M7 5 
K v^^Ti?*-^ (8. 9 5g)©S£**l. 5 ^H3jM6 Lfc. 

m*m*u >8mm*^9j->v doomi) \mm\^t' 0 mbtitcmm^ & 

25 itKP^>;i/75y (6. 9 8 g) &#n?u SBSWaSiSLfc. KJfcil£fc«:*IB 
"CifciK £ft (MgS0 4 ) flu SMBWt. BMMfcS:^!J*^A'*7A^n-rh^7 
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mk^^-^-f^ (1 : 9, W *fflf»a»£>5- (3,4- 
v 7 ^ f^rv'7i=/l^) ^y^ify— ^-4-*/W^V^^-/k (10. 8 1 g, 
UX$7 8%) *»fetefii:UT#fc. SSft^^-^f-^^feffKSfttfc. ®£ 
1 1 3~1 1 4°Q, a 
5 2 1 

5- (3, 4-v 5 ^ ^) >f y^^y— /U- 4 — jfc/U^g&^fvl' 

(8. 4 0g) Ofh7t (10 0ml) jk3Rfl5$*< 

T/l^-^A (1. 0Mfh7tKP77>Si, 65ml) % O^Ce^o < 5 £ 

10 fibtHLfc. fl«:*^/Hgtt, «&flJA*fcJc-C^ ftjR (MgS0 4 ) ft, gffiU 5 
- (3, 4-i?y t^iX^^/U) -4-^y^-dr^yy/M — yu (6. 8 5g, 

M9 6%) &m&&&kv-cm±. mm=^^ — •^ya>hnm^Ltc a wlm 

8 3~8 4t 0 
###| 2 2 

15 4' -^Pn-3' -7/Ptn7tb7i/y (12. 5 0 g ) „ ^{ft V V 
(6 0%, 2. 8 8g) iSZZf&m^J-fr (15 0ml) 

8 0Tr?ll$IKIiH?i&tffc. Rf£iB£4M::*«rJll;fc* fttt»-C*SSrfftUfc«. 

M-ea o£raa»#fi-tf, ttv^c, g^^^-etttti Lfc„ asking ri, ffifr 
AiftzK-^Jfc^x -$M (MgS0 4 ) ft, «««)33J:u«n, N-v^^vwtf; 

20 /Uis,T5 K ittf-frT-tf—JU (1 2. 9 9g)cD^#)^l. 5 $|RIS$& Lit. 

»sa^**:«iBu ae**=*y-^ dsomi) icas/sufc. nhHtzm 

«K % IKtKP^T^y do. log) &ip^, 5B*K»«&Lfc. 

fiBBi£3ft*"?iSi3K Kjft (MgS0 4 ) MUfco «9«Sr^y*y/^9A^ 
25 nvF^77^HC#U glSfcn^vi—^l^ (1:9, W^ifc) »(MW»&5 

>\> (14. 8 6g, J|X^7 6%) &fcfei»fl fc LTfl-fc. -^f^* 
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hWfe£k VfCo M7 6-7 71C, 
2 3 

5- (4-^0-3-7^71-^) /fy^t'/^-4-AMV| 
i^-ZU (1 2. OOg) «7h7t Kn77> (10 0ml) SSfttt, *<ffljS?^ 
5 y7*^T;U-^-!7A (1. 0M7 f7t Kn77^i, 10 0ml) SrO'Ct 5 

afcc^/l^tH Lfc. SH£^?vWlf3\ ISfP^^TfcT-Sfe^ ftjft (MgS0 4 ) « % 
MU 5- (4-<?vv-3-y;u?jru-7^~;V) - i-A VttfW frt $ 

S-rV (9. 7 3 g, &*9 6%) **Sfe«fit UT»fc. ftft*^ -^tV 

10 3&»&?|j|gi&Lfc, Bbft8 7~8 8t„ 
#%#>J 2 4 

4' -y h^>7tF7x;y (7. 5 2 gK Tk^b^-hJJ !7A (6 0%, » 
14, 2 . OOg) *> J: 0^82*3;^ (10 0ml) 8 0"CT* 1 Rf Hia> 

SI (MgSOj ^Lfc„ »««W3«fctW, N-^fMM7^ F ^ 
^/VT±*-/U (8. 9 3g) ©jl^»*l. 5^W$£tfc D 
U WSM*:*-*? /-)V (1 0 0ml) fctSfcLfc. #&*UfcJ&8cfc, Kn 
^/UT^ (6. 9 7g) ^ripx., 5B*RBB«Lfc. EJSfi£**r»fcU M, 

%j* (M g so 4 ) jftttufc. aeife*rvy*y/u*?A^P-r h^77^n 

ftU gf^TVV-^f-^ (1:9, #8Ht) »fflf»)6»&5- (4-* 
i=/lO -T y^-^/-^-4-*/W5j?^^^ (9. 48 g, JK337 7%) 

25 2 5 

5- (4-y hdrv^y^^^) >f y^-dff-y— ^-4-^/^^^^ (8. 
56g) <D7h7th*n77y (100ml) ^[C, *#fc$*>f y Zf^T/^X 
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-#J* (1. OMff7kFn77^S, 8 0ml) *0'C*t»*o < 9 i Jn*.fc 

fc 0 ft»*^jii±x ^^fckx*^ im (Mgso 4 ) t& x mmu 5- (4 

-4-^y**f-^P^^/— (6. 8 7g, W 
5 7%) S:«ffeltfii:UT»fc. B»^^ — ^^fcffitfibfc. $!&5 7~ 
5 8t, 

2 6 

3' -:/p*- 4' (12. 46g) , **fc-J-MJ 

£A (6 0% jfttt. 2. 3 0g) &2LX$mm?^fr (10 0ml) 

10 8 0tn?ii£raa»£»tf;fc. Si£a^ftt**JDA.. *«fflrejWB&'t , »Lfc8^ 

fttefcTttfcifK fgjft (MgS0 4 ) »»Lfc. »Sfci3J:tW, N-^9VV* 
/W^K '^Wt^-A' (10. 2 9 g) 0>&3-4fefr 1. 5H*|HISHfSLfc„ 
R&iR£4*fc»l8U SSfiW**^/-^ (15 0ml) icffifffFLfc. #5>*ifc18 
15 ftlc, ttUSt Kn^W^V (12. 0 6g) Sr^U^U 5 B#Fslit$SUfc 0 SfStS 

tefltetfofc-eifeHK ^ (MgS0 4 ) ^ JfcBLfc, jWUft^P*^*?*^ 

B^h^77-f-fc#u i^^^-^ij-v (1 : 9, mmit) m\ti»b5 

- (3-^P J t-4-7A'*P7i5A') ^ V ^^ty-/V- 4 -*^yixf 
20 /U (1 3. 5 5 g, lfc^7 5%) Srft&l&iil t ft»3i^-/l/-^^^^3aa 
&fi*#£Lfco MlH~112t 0 
###1J 2 7 

(10. 0 1 g) Orh7k Kn77> (7 Oml) ^{i, fcm^M V 
25 zf'?A'TA'%~*?±> (1. 0Mrh7tKD77^, 7 Oml) SrO'CX^o 

f^TttWtft, i»*^SB* MP^^7K-CSfc^ (MgS0 4 ) flU ft& 
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U 5- (3-^o*-4-7;M-n7i=;l/) - 4 — f V V W * 7 - 

(8. 2 6g, IrMgitLTtfc. Ifflfct^vl'— ^iJ-^b 

M,f|L7t, Ml 3 4~1 3 5U 
###1 2 8 

5 3' -^a*-4' -!?PP7tF7a;y (6. 2 7 g) , tK^^ hV •? A 

(6 0%, i. 0 6 g ) jsiVKK^^ oomi) <dM£$i£ 8 o<c 

"Cffl*. (MgSOj flL «»Lfc. »B*Ma.ttW, N-^^vVtf/UAT 
10 5F v^^A-Zir^ — A/ (4. 8 4 g) 1 . 5BOTS$SLfc 0 &J&il 

£**»I6U »§rtfe&3i*y'~/i' (100ml) tj&^Ufc. 
Sit KHdfi//i/7?y (3. 7 5g) SrJn*., 5 IfclWitflE Lit. 

*T»fe8K ttft (MgS0 4 ) M^Lfc 0 a»v"J*^7A^n?f^ 
16 57-fHC#U WBtx-T-f^-^W (1:9, ^«Jt) ^ffi^e>5- (3- 
7t3^-4-^nn7i=/V) -{ 7t^t V-^- 4 - *^Jj?y^f (6. 2 
5g, 1U$7 0%) £*£&feil<t bT#7c„ ^^/^-X^-^lJ-^^bS^ 
HLfc 0 Rbftl 09-1 1 otx 
#%#J 2 9 

20 5- (3-7'o ; e-4-^nD7i-/L') y ;t=HJ-;/— ^- 4 -^/V^S^ 
5vV (6. 1 9 g) Of h5tKB75> (10 0ml) ^(C, zK^fb^ 
^/PT^5 = l7i» (1. OMf F7tKP77>fft 40ml) Sr0 < C"C^>o< 

/^ttfflbfco afflfc^TvMBtt* &ft&£7kT'&8\ tt$ (M g so 4 ) si&u 

25 5- (3-7*p*-4-^od7i=^) - 4 y**t / 5 ^ * / (5. 

10g, l&ifs9 4%) ftm&MIS&ik tt<lfr„ NMR(CDC1 3 )5: 4.73(2H, d, J=4. 

8 Hz), 7.59(1H, d, J=8.4Hz), 7.72(1H, dd, J=2. 2, 8.4 Hz), 8. 10 (1H, d, J=2. 
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2 Hz), 8. 37 (1H, s). 
###| 3 0 

3- (5-7^=- ju-i-jytt-frz/y/u) ^P^y-l-t-;V (15. 0 
Og) 3s£Xt bV^f-A-T^y (2 1. 0ml) <0$m^J^ (5 00ml) fflg. 
5 &to*9V*A'ib-A' (9. Oml) £ OWo < 9 i: M\Z.tc%k, 

ft. ^q^fctcr-^ ftft (Mgsoj ^ &gfe. fTisfc-rvv 

(7. 3 3g) N 3£Mb?"hy<7A (13. 48g) *Jj:0«N f N-v^tvV 
^AT? K (15 0ml) (Dm&m*7 OtT'5^^fI^c„ SJ6S^*«r 
io jjctife^ ^^K-ifflLt, RSfe^/fJBtt, ftPfii&!ft*-CifciK (M 

jftjcTvu -drf-^ (1:2, SatttO «FWaiJ^e.4- (6-7*=/1^4-fy 

^f-yy/p) ^fn5MJ/Hi3. 4 7g, 1^8 6%) ?rlfeiWtU 
#fc<, NMR(CDCl a )5: 1. 91-2. 09(2H, m), 2. 3&-2. 46 (2H, m), 2. 78-2. 94 (2H, m), 
16 7. 44-7. 58 (3H, m), 7. 64-7. 74 (2H, m), 8.22UH, s)„ 
###13 1 

2' , 4' -^Da7th7x;y (17. Olg) , ^iti~ b V t> ±> (6 
0%. 3. 5 8g) *5±^K^^/V (200ml) <DM-£-%9% 8 0 ICT* 

20 0#RSJ/J>£2Hf. «vvc, g^^^v-Cffetti Lfc. Hg^^vvJitt, ISfti^lfcJc-C 
tfsBK ft».(MgSO,) M^L/t. R»fM8j:Wr, N-^^/W*/K£7 5 
K ^fm^-/Ml6. 2 3g) ©ig^feSrl. 5B3ffl»i6Ufcc RJfcfi 
^»*»J6U M*8r**/-/v (2 0 0ml) #6>*bfcj»ttt, 
%&t: Kndrv-/UT^y (12. 5 3 g) SrjbBx., 5 B#fSI3IfiiE L£: 0 KfSM£^& 

25 msimzttm&Mz.. mm^^x-mm^ mm^f-^mn, mm*. 

ifcfcT'Zfe^N M (MgS0 4 ) »*6Lfc„ S«v/!)^^7A^D?h 
i/97-f-fc#U ^^^/U-^U-^ (1:9, #Ktt) «FW*P*»e)5- (2, 
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4-^no7i-;l/) y^-^f /-/I/- 4 - A^t'yixf /!/ (17. 5 Ig, 

8%) Z&M&ftillkmt LT§t, NMR(CDC1 3 ) 6 : 1.24(3H, t, J=7.0 Hz), 
4.25(2H, q, J=7.0Hz), 7.39(1H, dd, J=l. 8, 8.4 Hz), 7.46(1H, d, J=8.4Hz), 
7.56(1H, d, J=1.8Hz), 8.67(1H, s) D 
5 3 2 

5- (2,4-^bd7i=;i/) -Y y^-^-y—/u-4-t>/^yM^i L ^ (8. 

6 0g) ©rh7t (5 0ml) TkSHfcS?^ V ZT^-;VT/V^ n 

(1. 0Mfh7tKo77ym.6 5ml) & OtT^o < •? irJB^fc^, 

aatao^tftfffc. K«i8-g*4:iHaHK=ittf?, mm^^x^m^ 

10 S»3if-/H|ri. g&fn&fofcT'gfc^K ftjft (MgS0 4 ) fK ttltiU 5- (2,4 
-t^pa^a^/v) -4— ^ y^-driJ-yyyV^^/— (7. 0 9g, ^9 
6%) fcfcfefefi£L-C#fc„ ^@?^^-^=Srf-^&#^Lfc 0 BjS7 6~ 

7 7X: o 

3 3 

15 3' ,4' -^no7tb7*/y (8. 6 4 g) x **flS^V5 9A (60%, 
ffltt, 1. 8 3g) *5j:tJ!»^Kl0 0ml) OTCtfll^BI! 

&m (MgSOj *IBLfc. SHSftjSit^N, N-^fM^7$ K 
20 (8. 15g) ©fi£*8rl. 5BSIW5B«EUfc 0 Rj£il-£4*&» 

«U (1 OOml) Ki8#Lfc 0 #kftfc$ife i&^t K 

b^t^ (6. 5i g ) %jnx., 5Bt^^iftufc 0 fiysa^*fe»i8u » 

ftilft (MgSO,) MLfc. M^Sri/!)^^v*7A^n-x'b^7> r ^-t 
25 #U Bffifc^^-^^^ (1:9, gflfifc) »WaJA>fe5- 

^) y^-=3rf-:/— /I/— 4— A.rt^Vft^A' (10. 3 3g, lfc^7 
9%) fc&feJfefitUTfcfc. #ifc*^-^*1^a«&l¥*lhSLfc. ttjgl 1 7 

98 



WO 02/40458 



PCT7JP01/10001 



~1 1 8t 0 

3 4 

5- (3,4-^0 0 7*^) j yir3c^/—J\'-A-3};V£l/&x.J-jV (8. 
60g) ©fh7tKn77y (50ml) ^ftS-M V -f^l^T )V% = 

5 !7A (1. 0MrF7tKo77^i, 6 5ml) & 0 "Ct^o < 9 £ JUX-f-ft, 

ftttai^JBttv «£fMBfcla?a8K ^i(MgS0 4 ) a % ftffifU 5- (3,4 
-^0071^) -4— { y'ttWJ M 9 / A* (6. 97g, 

5%) *M^at#t a flsfcn^/i' — .*f-^feiite*ufc„ Bj^ioi 

10 ~10 2U 
###1 3 5 

3' ,5' -^nD7th7x;y (12. 80g) , 7jc^fb^ h ]) ? A (6 
0%, 2. 7 1 g) *5«tt/H»^^ (150ml) ©S£4&«r 8 O'Cl? 

ft*, ftft (MgS0 4 ) « N WBl/fc. «ffl«M3J:VN, N-W^*^i75 
K ^f^7t^^ (12. 18g) ©S#ft*l. smm&MLft. BU&M 
U «g«l4:s#y^ (20 0ml) fcJgjfcUt. 
KB*W5y (9. 4 9g) SrJtlx., 5^WLfc„ &J&g£to$S 

jjOSfeBK ^ (MgS0 4 ) ft, Ji^Lfco »9»SrVy*^7^nTf^ 
77^-I^U BHftai^-^dF-^i/ (1:9, ^@Jt) »W*RS&*&5- (3, 5 
-^ao7x-;l') y tdpt/-^- 4 ;p (12. 4 8g, 

25 5 0 ~5lt o 
^#^J 3 6 

5- (3,5-^oP7x^) ^ yt*t , /-A'- 4 - (1 
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0. 82g) Orh7tKP77y (100ml) WfcKs zkHtei^f Vff-W 
^$^!7A (1. OMr 1 0 0 m 1 ) £r OtT?6$>o < £: 

afflux. ffim^f-^Mte, m^m^x-m^ t$M (m 8 so 4 ) $ % ««u 5 

5 - (3,5-^Pn7x=;l/) -4— f V W/!J^^y-/V (10. 2 8g, 

1 0 4~1 0 5"C 0 
#%M3 7 

4' -y^A-T-ir h7iyy d o. o o g ) . fcmk-^Yy (6 o% 

10 1 • 9 6 g) *3 £tM%mV^^ (15 0ml) <Dm&%l*: 80ttl B#H9 

&m (M g so 4 ) aisut, mm^xx^N, N-^t;wA7 5K *j 
t^-AsT-tp—fr (8. 89 g ) ©ja^»*i. 5B$in!SBKi/fc 0 K^^-a-^^# 

15 18 U /-/V' (200ml) WLt »b*tfc»»t, i&^fc K 

P'frV/uTSJ' (6. 8 8g) Sr^PX-x 5^iS^Lfc 0 gf&S^H&Srttlfi U & 

(MgS0 4 ) fc N ^ffiLfc JSei*«r^y*^l'*7A^o-rf^7 7^-K: 
ttU gj^^-^ (1:9, #Wt) «W#P«»fe5- (4-^^=/U7 
20 oc— /U) 4 ytt-V-lf— fr—A—llA'&lsfec.J-jV (10. 9 8g, Jfc^7 6%) 

3 8 

5- (4-7*=^7*=yV) ^ y^-^f-y-/k-4-*/V#>'@l^^yV- (10. 
6 8g) ©7h7tFP77> (100ml) ^(C, *SBft^>f yr/^vUTA'S 
25 (1. OM7b7tKa77y^S, 8 3. 7ml) £ Otfl^o < 19 .tin 

BLft. ftK^^Stt, feltMgSO,) 5- 
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{4-7^)Vy^-;v) (7. 5 5g, ft* 

8 3%) &fc££fii:UC#fc e g^if;l/-^^fy^?)S^lfc 0 Mio 
8 — 11 01C 0 
##0IJ 3 9 

5 ^Dl^t^|if/K7. 5 0g) ©f>7tKn77V (5 0ml) 

tfn y *?y (6. 4ml) ©7h7tFn77y (5ml) OWo < «? 

N-t: Ka^S^Vif^tf/I^^vM' 5 KW/Wny F (1 1. 4 0g) ©7^7 
tKP77> (10 0ml) ^SrOt-eid^^ MJ^fvKr^ (15m 
10 1 ) <D7F7tKo77V (l Oml) ^SrO < Ce^>o< «5 ^JJxl/c 

mn, §mnm*x'm^ mk (M g so 4 ) a*§tfc 0 mwv>>&^y#?fr* 

7^o-?f^77>f4l#U ^f"^ (1 : 9, Mit) ^fflffi 

d^3- (3, 4-^np7x-;V) W y^f-j/^vl'- 4 - 2; /W? yj^n^/U 
15 (12. 2 6 g , Um 8 4 %) &m&M& t UT^fCo gfflfcc^yk-.^ ^iM^fe 
IBfe&Lfc. Wil29~130U 
###]4 0 

3- (3, 4-^Dn7x-;l') >f y^-^fy-;L'-4-*^y|Exf 
(7. 8 0g) Orh7tKD77y (6 0ml) Wfc^ j&fc*M Vf^AfT 
20 (1. 0M7h7tKO77>tS, 6 0ml) £ OlCT*t$>o < "9 t AD 

wufc, mk^f-^mti. mrts&jk-v&fa. w& (M g so 4 ) »nu 3- 

(3, 4-^BD7i^) -4— iVJr^V P/k^y — & (6. 4 3g, 

25 1 0 3~104U 
###ij4 1 

zfn \f^—/um^-^ (7- 5 1 g) l^fcKo:77>' (50ml) 
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tfpp^^ (6. 4ml) ©fb7t Kp7?^ (5ml) W&Ot-C-^o< 0 
irJPxfc^ 0°CT-3 0#ffl#>£M*:„ #6>ixfcS^*t, 3-^na-4-7 
/lofo-N-fc FP=3rv"<^^^ a rv'-l'?: M/^ny K (1 0. 2 0 g) 
©Th7tKa77y (10 0ml) ^MOttMfcix MI^^T^^ 
5 (15ml) ©f h7t Ynyy^ (1 Om 1 ) «£r CCT^o < D bMk.tz, 
M"C»*a»£»tffcfU SfSM*?r^l:a#\ M^^T-aiilbfco ft 

a^/i/jBtt. fijfrftifck-eaaK (M g so 4 ) a, wsufc. nmmfs 1 ) 

*^7A^n-7h^77^4:#l, B*:=?7i'-^*1M' (1 : 9, m 
it) ^ffl^>fc3- (3-i>Da-4-7;M-o7x-^) ytf^M^A- 4 
10 -^^xK^^^V (10. 9 3g, IK^8 3%) *i8lfi^ft fc L-C#fc. HSk* 
^/P-^^f-^^P>lf^Lfc 0 B*108~10 9U 
##0H 2 

3- (3-^op-4-7;v*p7x^) --r y^f-y— ^-4-*^^yi? 

( 9 . 7 0 g ) <7>x h7tKP77y (50ml) zkSftev 5 -f V ^ 

15 gyPTA-? — !>A (1. 0M7f7tFo77>ti, 8 0ml) £rOt:Wo< 

bfc fflflfct^vHitt* fifMfcifcik'TSfeHK 3£*l (Mg S0 4 ) »»U 
3- (3-^n-4-7;^a7i=;i') - 4 ->f y^-^y* !1 /uy & y — 

(7. 9 1 g, W9 7%) LT^fc. RSfcc^vU .^Ih^feS 

20 £ft Lit. itt^i 8 7 ~ 8 8 TCo 
##0J4 3 

7*Bft-;*if^ (8. 6 1 g) ©7" h7t Kn77V (5 0ml) 
¥uDi?> (7. 4ml) Of h7tKP77^ (5ml) O'CT^o < «? 

<bJBx.fcm. 0°CT3 0^BBA»§S«fc. 4-yna-3-7 
25 /I/^-p-N— t Kn^rv-^^if^^yk^^W 5 A*? p!) K (l 1. 70g) 
h7t. Kn7?y (i o Om l) 8m&oXX*tox.iz& % Miif^r^y 

(16ml) ©f f7t Ko7?y (1 0m 1) OtTC^o < 0 MBit. 
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ikt^vwsHu fiSftAfiTk-eas*. ^ (M g so 4 ) a«Lfc„ jj 

*^*5A^Pvf^7-f-CftU ^g^^-^l^ (1 : 9, &ft 
Hi) $gfflgW>e>3- (4-^0-3-7^7*=^) -ry^-^r-^y-/P-4 
5 -*^J?>'8if/I' (12. 6 3g, W8 3%) «T«l6J$*t LT#fc 0 SBft:n 

flMt$l4 4 

3- (4-^pp-3-7^n7i=/l') y^-df-i^y— 
rcf-yV (12. 6 0 g) Ofh7t KB77> (10 0ml) &$6{t*M 
10 VttiVT fr^*? J* (1. 0MTh7kKn77yM, 10 0ml) IrOtt 
^o< UtlpA.fc^ SfiT?3 0^|^S€t, Ej£3^«r#llSfefcS;S\ ft 

&I8U, 3- (4-^po-3-7^n7i^) -4 — ( y$r>*W ]) ;\>t 9 
(9. 7 5g, 4X^9 6%) LT#fc„ Sfflfct^vl'-^ -^7"^ 

15 iO>e>f|5(tfibfc, Hfejftl 2 4-1 2 5<C 0 
###J4 5 

■fu \i°^--/^m^9-^ (6. 1 3 g ) OTf7kFP77y (40ml) 
fcfuy^^ (5. 2ml) ©f>7k Ktj77^ (5ml) titrO'CT^o< 9 
iADXLfc^ 0T;-e3 O^ri^Mfc. #b^fcSfi-*t, 3-7*0^-4-7 
20 /M-n-N-t: Kn^p-^^O^^/u^W 5 K-f/Wo UK (10. 1 0 g) 
(Dff7kKn77> (1 0 Om 1 ) WOi* 0°CVlXlk.tc^ MJxf^r^y 

(11. 5ml) ©7h7kKn77> (10ml) iStOWo< 9 ^Bx. 
fc„ IltWi^S-tffct, RJSfi£fc&*ifiS!fc&t?* B»i^t«iUilt. 

K»ai^jgH: % ts^fct^gfc^ (Mgso 4 ) «»bfc. as«*^ 

25 y7J^VV77 7A^P^ b^*7 7>f — JC#L, (l : 9, 

fcb) ^fflgp^6>3- (3-7p ; f-4-7y'/tD7x-;i') y^-^f-y— /u- 4 
-77 /^^^/V- (13. 9 6 g, J|X^7 1%) $r&£li$il£ LT#7c„ Bf&*- 
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SMtfc|4 6 

3- (3-/p ; t-4-7;^n7x-;v) y t^ft^/U- 4 -^/l/^yi 
(10. 4 7 g) ©fh7t Kn7?y (1 00ml) **-fb^-f 
5 y^^T^5-!>A (1. 0Mrh7fcKP77>^i, 7 5ml) £0tTt$> 

if;H-iWLt Iffifc^/HBHU ffl«i£ifi7la*8E8K Si(MgS0 4 ) I 

I6U 3- (3-^p ; t-4-7^B7s=A') -4— fy yy/vy^y 

-/V. (9. 7 5 g. I{51^9 6%) J: LT#fc 0 g^ic^u 

10 Lfc„ 9 3 ~ 9 4 X3„ 

###J4 7 

N-y hdf-i/-N-^fAT; Xfiifelft (4. 53g) , ^])^;UT5.^ (7. 
Oml) *J,£tW, N-i?^f^*M7 5 K (15ml) ©M^SrIIX 4 3 0 
ftfflfr%Ml£ tcm. 3 -y =fyl^- 5 -7:==ywf yttW— /u- 4 -Uju&^&t 
15 (8. 26g) , 1-tKn^-lH-l, 2, 3— <>y h 5 T^—)V • TfcfP 
ft (6. 5 8g) *3J:tFifiSl-3:^-3- (3 -5?y f-frT % 7 y"n fcfyi,) # 
^-f$K (8. 3 3g) £Jn*L, MT«HKi6»*SS-ti?fc. 

^^TkT'gfc^ ^m. (MgS0 4 ) « % aWBLfc. »eftSrVy*y/U*7A^a^ 
20 {E#U M^/V-^drf"^ (1 : 4, &flttti) #fcb*W»e>N-.?< 

h^v'-N-y^- (3-^^-5-^01^/^-4 — ry^f-yy^) ^ 

JJ?T5 K (13. 9 5 g, W7 6°/o) SrSSHtfeifciRW i: fC#fc. NMR(CDC1 3 ) 
6 :2.36(3H, s), 3. 20-3. 60 (6H, m), 7. 42-7. 52 (3H, m), 7. 72-7. 84 (2H, m) 0 
#%M4 8 

25 N-^f^-N-^f^- (3-^f;V-5-7x^-4--l'ytW!J 
/V) *^*7 5 K (7. 5 1 g) Cf h7t Kn77y (15 0ml) ^{C, * 
i{^y7*f^7^?-!)A (1. 0Mrl«7tFP77yiE 7 0ml) * 
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£\ g^^^VT-lfitH Lfc„ BSfccgVHItts §a^^7kT*iifc# N ®(MgSO 

4 ) MLf'„ agfe^^y^^^yA^P-^h^^^^-^u sisft^ 

/V-^f-y (1:4, m^it) t&mMfrh 3-^^-5 -7^=y^y^=¥f- 
5 ^-4-^#7;^tF (5. 3 9g, W9 4%) LT#/;:o 
^^/W-^^^^Sff^L^ 7-8 8 ^ 

#^J4 9 

Zfn ^-/um^-f-^ (5. Olg) ©7h7t Ko77^ (50ml) ^tn, 
tfpiji^y (4. 3ml) ©T^h^t Kn77> (5ml) ^fcO'C-C^o < ?) 

io iApxfc^ 0fC3 0»§ii€fc o nbihfcB&mz.. 

t Kp 3- S^lz-g^A/nK* W 5M^nJK (9. 2 8 g ) Or h y fc Ku 
77> (1 0 0m 1 ) t^&OtrCjP&fcft, h y ^vV7 5 V ( 1 2. 0ml) 
©7f>7tKa7 7 y (10ml) ^Sr0 < C-C?^o< 9 iiDxLfc„ £fi-C|fcfta» 

15 is^^tkt-^ ft* (M g so 4 ) ^ufc„ aettsr^y*^*?^^ 

n?f/77^H^U ^^^-^^-y-^ (1:9, S«J£) SWSSfrfc 3 
- (4-y^— /v-7oi=/v) 'fyt^ty-yi — 4-*;v#y^f;v (13. o 

4g, HX§f*8 7%) ft#fc. ft»*^-^*^^^fel5J$ftU*:. 

IK£8 1~8 2t: o 
20 5 O 

3- (A-y^—zisy^—ju) 4 y^f-^— A'— 4— do. 

OOg) ©7b7tKD77^ (100ml) TjC^ffcvM y y*J-A^TJ^% 

~>7A (1. OM7f7tK077>ti, 8 0ml) £rO*CT-*$>o < >? blNZ-fz. 

25 /c„ Rflfce^vl'BH:, ®fMfeifi*T?5HI-, ft* (MgSOj ft, 3- (4 

-7i^^7a=/l/) -4 — ( y±&9-^V J>]*#S— JV (8. 3 2g, 

7%) ^fiife^^bT^fco m&x-^-^ — -*f-^a>6>f?j§fiu<it. tens 
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~1 3 9t„ 
###J 5 1 

3- tty-ify A** * u. 16 

g ) is*tmttfr*~jii' do. o m i ) <om&m* o r-e 3 o #p^t j&^jt. 

r/i'Mn. fifwaa*-?*^ &m (M g so 4 ) « x *igufc. 

(3. 8 4g, «!$9 2%) Sr#fc 0 g^^^-^i^^bS^H Lfc„ i$>£ 
1 0 2~1 0 3^, 
10 5 2 

T'u bT^-— /Pftai^A' (5. OOg) Orh7th'P77^ (50ml) 
fpU^y (4. 3ml) ©f h7t Kn77V (5ml) ^^:O c C"C^o< 9 
iJnx.fc», 0TCT-3 0£Ria»*»f?fc o ftbti1tm&Wi\c. 4-M)7;^n^ 
3vV-N-fc FP^v'^yif^/V^-vM' 5. HV/Wu V K (7. 50g) ©7 
15 hyh Vxnyyy {io 0ml) mm^OVXMx.tcm, h V s-f-fW 5^ (1 0 . 
Oml) Ofh7t Vuyyls (1 0ml) ?&f£<S: Ott^o < *> kM5-tc a 

5vvjg}±, ftfnA*tt*-T?ife8K (M g so 4 ) fc, »«Lfc„ «eifeSrV!J*y 
/^5A^dtF^77^WU ^m^-^f-v (1 : 9, &8fJt) $ 
20 ttigfla>b3- (4-MJ7/^P^^7i-^) ^ 71^-4 -77^ 

fBfc^A' (8. 0 9 g, 4X^8 5%) *jtefe»Rftt LT#fc 0 NMR(CDC1 3 ) 5 : 
1.32(3H, t, J=7.0Hz), 4.32(2H, q, J=7.0Hz), 7. 70-7. 78 (2H, m), 7.88-7.97(2 
H, m), 9.05(1H, s) D 
&%&\ 5 3 

25 3- (4-h!)7/vtn^f/V7x^) 4 V tt^S— )V- 4 —U Asi&l&sx. 
°f-/\s (8. OOg) ©fh7t Kn75> (150ml) SSRJc, **fti^-f ^ 
^•/Vy^c^J* (1- 0Mf(>7bKD77yift 6 0ml) ^0'CT^o< 
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jux*M&Lit 0 mm^^m\±, mukm^x-^ nm (m b so 4 ) «, mmu 

3- (4- MJ 77V*o^^>U7 3c=;V) - 4 ->f VttW JJ * 7 — (6. 
4 6 g, HZ¥9 5%) feiftfefiilTftfc. @t^f /W-^^tf'^ffi^ii L 
5 fc 0 M7 0-7 1U 
5 4 

3- (4-M)7;>tD^f;i/7x=;l/) - 4 yttHf-^ V fr* & J — 
(6. OOg) JSittfiflS^tf-^/V (10. 0ml) Otre 3 O^BB36» 

10 fc. ifH^f/Witt, ffifd£ifcJcT?aa!K Wk (MgS0 4 ) f6 % «»Lfc„ »'b*L 
fc^felSiaSr^flau 4-^oo/^/v-3- (4- h y y jvJtvl *?-)V7 
M «{ (6. 16g, 4X^9 5%) =gr#/c 0 gH^f/P-^rf-:/ 

#%#J 5 5 

15 T-fe MtaM^vl" (8. 8 8g) *J±U'4-^oP-N-kKodrv'^y€y* 
yV7j?drW 5 hV^n P K (9. 65g) Of h7tKo77> (lOOml) 
^f^}'. HJsf/VT^y (15ml) Of h7tKn77V (10ml) S®Sr 

gra6=^VT?iAW Lfc. SBK^^Stt, ttjfWHfcjcTifci^ (MgSOj 
20 iIMv'y*W7A^O'?F^77^H^U glflfcx^-^ 

*W (1:9, ^«Jt) #&ftfc*6SrtK*©^ 
h7tFo^7^ (100ml) tSfflni: % TK^fbv'-ryT'f^T^^^^A (l. 
OMf h7t Kp77«, 110ml) &Otn?i$>o< D fcJUfcfcfK 

25 f/VJlli, fiSBlAift*-e*^ 8* (MgS0 4 ) & x MU 3- (4-^RP7 
-5-p{f-^-4-^y^^^> ? ';^^>'— ;u (7. 6 9g, flX^6 
8%) Sr«l6«g*i:LT#fc. ^^y-^bff^SLfc. ^94-95=0, 
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5 6 

3- (4-^ao7x=/l') - 5-^f-Ar-4~^ V Hr^-J 3 * # J — iV 
(2. 2 3g) &tXf&Lfttf-*~fl, (5. Oml) ©M^0lCf3 0« 

5 spBft^^swt^ n&fn&t*-?^ mk (M g so 4 ) ^ mffiLtc. mhfMtm 

y^-^ri^y-zw (2. 2 0g, IK$9 1%) £#fc 0 v J -fy^a^/^-5 1 /i'd>fe 

Lfc„ ^9 1-9 2^ 
#3f #J 5 7 

10 rirh^^^(8. 8 8 g) &i.Xf4- hV y^n^f-fV- N-t Fndr 
v-'Oif V-A/i/jtfdf- W ? ^ n!J K (11. 35g) Ofb7tKn77y 
(100ml) MS', HJiW5y (15ml) Of t-7t Kp77> (1 

omi) ^&ot:T*^o< ^,tiPxLfc 0 £fflT?**fca»£iBt?;fc3L £JSiB£4*& 

15 (Mgsoj mm^tz c aa*srvy*^i'*9A^o-rh^97-f-u#u 
ifi»©7h7t KP77V doomi) mmc xm^m y^/ur/u 

$ = ?7A (1. OMf h7k Kn^^^Jg, 1 1 Om 1 ) £ O'CT^o < *) hM 

20 (Hit mt^/^mn, ma^m^m^, (M g so 4 ) »*u 5- 

^^-3- (4-MJ^7V^-T3^^v^o:-yv) -4-^7t^ty*y/M^/ 
(7. 8 6g, W6 0%) ^fe^Iri LT#fc e SM y7°n tTAoi— rA- 

5 8 

25 5 -^^-3- (4-M)7/^n^f/U7x=/l/) -4 — f y^dM^JJ/U 
(l. 7 5g) jaitWfi^*=/P (5. Oml) roS^S:0 o CT*3 
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T»fflLfc. ffl&^^mtts ms-m^x-m®-, wk (m b so 4 ) «»Lfc. 

»&;h/fcfc&fiBhB£:5JRU 4-^np^^-5-^f/V-3- (4-F!J7/k 
^-n^^/w^^^/v) jVttW*-*' (1. 50g, HX^8 0%) £f#fc 0 v^-T 

5 #%#| 5 9 

5vP ( 7 . 63g) ©Th7tKP77V (100ml) *3iHb$M 
fvVT^-!7A (1. OM^^f-^S^, 5 9ml) & 0W*o < 9 tJUX-fc 
MT-l^M^tS-fffc. fiaSS^ttSrflriffl»K:ffiff s P^^/vr*ttWL^ 0 
io RR^f/HBtts fiS»A**-e*^x SI(M g so 4 ) ^> 8ttfU 5- (4-b 
y7fr±u*?-/u'7x.-ju) y*3c-y-yy j—fr (6. 29g, iu 
$97%) %M&$a$hkLxmco wm^jv-^^^hnMu m&v 

XJ*&*ntz 0 Hi^ 10 6-10 7U 

15 5- (4-M)7;i/tn^f;u7i-4/) -4-^y^t/!);^iS ? ; > ->'V 
(5. 6 5g) % fh7tKP77y (20ml) SS.fclfWWcJ' (80ml) CD 
ifefls^^^ (4. 15 g) &0tt*iTU M-CH*Baa»*S^» 

20 ^^^-^i^^&f?l^B B HU-C4-^an^^-5- (4-r 

y 7^13^^7 31=^) ^ y^-^^-yV (4. 7 0g, HX$7 7%) 3r$=fe 
7])XA®iU#fc„ ij^9 9~10 0lC o 
#^J6 1 

2' , 4' -^7/VtP7t hy^y ^ (9. 5 0g) x fcmikl-h}) ?A (6 
25 0%, 2. 4 4g) ^t^KS**^ (8 0ml) ©I^8 0tt?l. 

mifc. as^/warts ft» (M g so 4 ) »«ufc. a 
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fJfftocfctfN, N-v'^fMMT^ K VH-WrtP^-fr (7. 25g) « 

»-g**ii*WS«Lfc 0 RjSS^btaMeu JSW**^^-^. (aomi) 

KfftSLfc. #&*Lfc8f»fcs tiK Kn*W5^ (6. 3 4 g) fcjbnx., 2 
BtpREfflJKLfc. R*SiB^*fe*jeu, M*fc*fcJn*.* SifctTTi^ttffl Lfc. 
5 «ffb£*foJcT?as8K ftjft (MgS0 4 ) ft, SHBLfc. afM&Srf 

JW*7A^nvF^57-f-^l, mk^^-^-t^ (1 : 9, $tt 
HO ^WgjJd>&5- (2, 4-v 5 7yV^-n7^^/U) 

tfym^f-fr (3. 8 5 g, W3 5%) Sr»^*fc VXntz, NMR(CDC1 ,) 8 : 1. 
29 (3H, t, J=7.0Hz), 4. 29 (2H, q, J=7.0Hz), 6.9-7. l(2H, m), 7.6-7. 75 (1H, m), 
10 8.66(1H, s)„ 
fMMfl 6 2 

5- (2, 4-^7;^P7x^) jyttf"/— )V- A-j3 >\si?sl/^L3L=??\s 
(3. 85g) (Drh7tKn77V (60ml) SMRt, V7^-)V7 
jV%=-t>^ (1. OM^=Sffy^S, 3 3ml) &0*CWo < 9 iJn*.fcfc, g 

15 ifC 1 ^BB^tS-fffc. £J2SRfHb«r#1fiRte£t?x @^^vWT*«]fflLfc 0 fttt 
^^Sli. ^fPife^7kt*5Kf-. tEllft (MgS0 4 ) «L ^Lfc„ aSttSr^y* 
W7^0?h^77>f-CttU ^^/V-^-^^ (1:1, t^Ifc) 
flftttfitt^ 5- (2, 4-i^7;vtP7i^) -4->f y:*-^fV]>/M*/ 
~;v (2. 7 0g, IK^8 4%) 3r*S&l£fti: LT#fc. BSfta^/U-^U-:^ 

20 U V XA,&&#fc 0 

#3f #1 6 3 

5- (2, 4-i?7/l'*B7 -4-fyt^t/!);^^7-/V (2. 

50g) ©h/ny (50ml)'», Iftf^ (2- 1 1 g) fcOTCTfiR 

25 afflfe^^-cttffiufc. H^^vHltt, (&ftftfi*-e«laj^» ft* (Mg so 4 ) 

(1 : 5, gFSUfc) i&tt»8|Sa»&4-*jap*?Vl'-5- (2, 4-5?7yI^ 
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uy^M -< V**y-V-;V (2. 2 0g, JR^8 1%) «rj|Mfl»fc LTjlt N 
MR(CDC1 3 ) 5 : 4. 53(2H, s), 6. 95-7. 15 (2H, m), 7.6-7.75(lH, m), 8.43(lH, s) D 
###| 6 4 

2-7tf/l'-5-^nft7iy (10. Og) , *#fb-?- h V *?J* (6 
5 0%, 2. 4 9g) jSi^ft^ai^/l/ (8 0ml) ©fi£4bfr8 Ot;-C3 

tatfco wurc^/nitt, i&ffl^s*T^jf-» mk (M g so 4 ) ^ mmvtz* m 

M^i^rVy -ijtfjViiy&txi-T b^^-^ttU g^^yu-^iJ-v (1 : 
5. ^Jfc) ^m§Btf^> 3- (5-^PO-2-fx^) _ 3 _^-dryy Plf 

K Wf^7t^(ll. 1 g ) ©S^tttll^IfflSaBttLfc. 

»isu MH)^^^ (8 0mD #&atfc#»^ s^tK 

o=fW?y (8. 6 5g) &JHji, 2l^|WaKt-Lfc 0 Sffl^^iL, & 
15 jft (MgS0 4 ) MLfc. M**^lf*^*7A^n-r h^77^^ 

u g^^/u— (1:5, mhi) mmufrb%t>fitz.m§ i *wm^ 

;V-^=3f-fy^P,S^tt, 5- (5-^PP-2-^~/U-) y^l^/- 
^-4-*/U#^»3:^-yV (9. 3 4g, fl5t^5 8%) **ife^5X^tLT# 
fco M7 4~7 5t 0 
20 #%#]6 5 

5- (5-^PP-2-f^/l') VJr^V— ;V-4-%}\>iSv^.a^?-;l> 

(9. oog) h7t (i o omi) Wffifc. y^?^ 

r/V?=-*A (1. 5Mh/^y^a 5 2ml) SrO'CT-^o< 9 t^Qx.fc^ 
25 -4— -Y yttWbfr** j—i), (7. 00g, I&Sp9 
8 0~8 It, 
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6 6 

5- (5-^PP-2-fi^) -±-4VHr*r-ir-SyA'*9 J—J* (6. 5 
4g) , r h7t Ko77V (20ml) fc«tU«h/U^^ (1 00ml) (D^fe^i 

mt^^ (5. 4 1 g ) fcotrcwTu ifit'iwtiffc. ®& 

Jittv *ffli£ifck-eifei!K §£fc£ (M g so 4 ) ft, mut, Mfc*^*^* 

7^BvF^ 7 7^|:#U BlSft^^-^^f-^ (1 : 5, 
i^4-^n^f/V-5- (5-^dn- 2-3^^/k) yttW— (6. 
9 8g, UX^ 9 8%) »*ti&fc#fc 0 BSfct^-^f-^&^i&U 
10 JJ ^ix H B B i: LT#/L„ 7 0 ~ 7 1 ^ 
##0W 6 7 

4' -^nn-3' ->W-&h7x/y (10. Og) , frStfttf- h V 9 J* 
(6 0% jftft, 2. 3 8 g) &SLX*tim&=-?-A' (8 0ml) ©iB£«r& 8 0t 

15 Tawbfc 0 mm^-^mn. mai^.-am^ nisk (M g so 4 ) & N »Lfc„ 

(1:9, mmit) mm&ib>$>. 3- U-^nn-S-^^^^V) -3- 
t^y^n tft^txf Lt#fc„ ^©^fefcitW, N-S?*?- 

/UtJ\/UA T ? K i> * ± £ —A> (10. 6 g ) & 1 l$|ifflg8E t fc 0 

20 U I»lrx^^ (8 0ml) teJBWLfc. #6>jxfc«stt 

1^ &$tt KP^7?y (8. 2 4g) fciW^ 2^il^Lfc 0 KJSS^ 

TKT'Sfe^ ftjft (MgSOj « x SSft^P^^^^o^h^ 
7 7-f-|c#u — (1:5, £»fct) jSfflSSji^a- (4- 

25 ^DP-3-^f^7x-7V) -f y^-^y— A— 4 — ^^z^^cc^k (9. 2 

eg, «5 9%) olSASr#fc. ^^^feffife&UTilfeyy XAfi&#fc„ 
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6 8 

^/U (8. 50g) Orb7t (10 0ml) ffigttC s ft&fc*M V"? 

J-;UTJ\<%=.y& (1. SMh^/x^, 4 7ml) £ OtT^o < 5 irJOxjc 

(am (Mgsoj mu 5- u-* 

bo-8-^*7i=*) -4 — ()/±*W9tV*9J—jV (6. 13g, IK 
$8 6%) *a^fiibT#fc. ilxf/v-^^ty^^MU MSff-^ 
ft*^fco Si^9 2~9 3 to 
10 ##0!]6 9 

5- (4-^pp-3-^^7s=A) - 4 — f y^-dr-^y JJ /M 9 J — 
(5. 80g) % 7l-7tKP77y (20ml) *3it^b/^^ (8 0ml) © 

m^X-fr (4. 6 3g) ^OtTlTU M-C2I^K^t»-fffc. 

15 f/Utt, fiSPBl^a*t?ft^ ft* (MgS0 4 ) ft, ftftbfc. #e>*Vfc&Sfegfc 

y^-=¥f-y— /V (5. 47g, l&^87%) 
7° y XAfi i LTfcfc. M8 4~8 5t 0 
##09 7 0 

20 2' , 5' -^najth7xyy (10. Og) x Tkiif -f fT" M 17 A (6 
0%, 2. 12g) &&Xf (8 0ml) ©Mlr8 0tX'2 

(tilfc. HEfctfvHBfi, ISfq&fck-trtfe^ ft& (M g so 4 ) ft, WlLfc. m 

gmzi/yAtf/vxyj^fu^hyvy'i-tettu tim*- s f-tv-^w (1 : 

25 9, ^Jt) ^gaj^k, 3- (2, 5-^po7i^) -3-^-^y^ahf 

K Vtl-WKV—fl' (9. 4 6g) OiS^ttS: 1 B5f8!3S& Lfc„ 
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&ttu jsmvo&^fs-/i' (8 0mD »c««j?Lfc 0 n<btiitmm^ mmt k 

o*->;V7 5V (7. 35 g ) fcfll*., 2HSBS«ltLfc. SSMftSriliL, » 

jR (MgSOj fc, ftJgLfc,, aS#*S/!I*W?i»^BTh^7-f-l:ft 
5 U &m=-'7-A'-^*V->' (1:5, $ftJt) »WSP3&»&5- (2, 

y^-yV) ^y^ify-/^-4-#yl^^:r.fyu (6. 4 0g, J&s£4 2%) 
^ffl^t LT^fc NMR(CDC1 S ) 5 : L23(3H, t, J=7 Hz), 4.25(2H, cl J=7 Hz), 
7.4-7.6(3H, m), 8.68(1H, s)„ 
#%f(J 7 1 

10 5- (2, 5-^nD7i=^) -Y V^-tf-V^- /U- 4 -#/V/tf>-gg:iifvV 
(6. 40g) ©Th7tKu77> (100ml) jfoKftSM 77*^ 

(1. 5Mh;toyfi, 3 3ml) £ Ottt^o < 9 i:*B^fc^ 

. Rm^MBHU <a»A*fi*T?^. (MgS0 4 ) ftttUfc. 3»©«&vy 

15 7jy;p^9i»^D-^ hi/7^^^(c#u mm^^-^^-y (i : 1, 

tfc) 5- (2, 5-^np7i-^) 

7 -/V. ( 3 . 8 6, IR* 7 1 %) t LT#fc c -/V7'o fcf/Uoi— 5vW- 

##0iJ 7 2 

20 5- (2 , 5-i??uu-7^~ju) -A-^y^^/]);V^^y—;V (3. 8 
0g) Of/Uxy (6 0ml) ffiHfcl^ m.fcf*-*' (2. 7 8g) trOtTC^T 

SHRai^TflbfflLfc. H^^Jftt, t&ft&fckT'ifeiSK (Mg SOJ 

^ffiLfc 0 |g«i/!i*W7A^P?f^7^[;:ftU gi^^/v— 
25 drf->- (1 : 9, ^tfc) 4-^np^f^5- (2, 

o7i=:*) ^y^-^f y-^ (2. 1 5g, i|X$5 3%) J: LT#fc„ N 

MR(CDC1 } ) 5 : 4. 45(211, s), 7. 4-7. 55 (3H, m), 8.48(1H, s) 0 
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7 3 

4' -^Wmb7xyy (2 0. Og) „ Zk^b-^MJ^A (6 0%, 

4. sig) itsxxy^k^f'^ (120ml) (om&m%8 ox:x°i. 5 
5 ufc c giF»3if i A'ae» ^^*T-?fe?#-, «(M g so 4 ) *8Lfc„ an 

j*!fvV7-fe*~/v (2 1. 5g) ©ft^*«:li*FSI3aj(6Ufc 0 «ft^Slt, 
10 (8 0ml) JCjg#pbfc 0 #btLfd^i^ jUt FodrV/U 

T^y (16. 7g) *Hn%-, 2B#|Rl»»Lfc„ R&S£ft«r»*fcU »S4fcfc* 
*r»l*. % ft|xf/K«tt(HLfc 0 ftS^fvMSWu *8fn&itt*-Cifei!K %ft (Mg 
S0 4 ) '& s m&lstc. J6B««r^If*^*?A^PTh^97-f-fc#U TO 
m?vw -^rf-V (1:5, S«tt) SSW»35>6>»bfbfc*Sfi«:. iSI*^-^ 

15 *f-^e>mSi&bT5- (4-*?vv?*7*~m >fy*w-^-4-* 

yv^v^^yv (18. 9g, IR|6 0%) ©»S*#fc„ 1^5 9-6 0^ 
5- (4-^^/u^^-7^--/u) y^-dfD-y— /u— 4-*/ujJ?>-^ i f-/u (l 

0. 0g) Of h7kKo75>' (10 0ml) gfiftH:, TK^ifbiM y-f^AsTA' 
20 5=!7A (0. 9 5M^^tygf, 9 2ml) £ OtT^o < *) hMtt^ ^ 
ili?lffl^t^fc t ^^f/H?ttatfc 0 m 

gj-tfcnfvl'-' f y/c ^i-f/^^SSI L-T 5 — (4 -^f;l^-t7x^ 

/w) -4 — { y^f-yy/M^y-^ (7. 5o g , j&^89%) fcisfe^yx 

25 ^aHt§fc 0 SI10 2~10 3 < C o 
#^#J7 5 

5- (4-y^/u^ycc^) -4--fyWi/y^^y-/v (7. 3 5 
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g) % fl<7t Kp77^ (2 0ml) *5j;T>*h/^^ (8 0ml) ®2g£4bk: N 
mk^^-sls (5. 9 3g) lOWfFU MT-2B#fSj!iv£iStfifc 0 

i&fa«7kT?ftf^ ^ (Mgsoj jRsWLfc. ae»*vjJ*^u*9^^ 

5 avh^57^-lC#U g^^fvP— (1 : 3, gflfjfc) 1»tfilfl5j&>P> N 
4-^nn^f;U-5- (4 -y f-flS?-*7 -Y y^f-y-yV (7. 7 0 

g, K$9 7%) **g*tLT#fc. v^^/l^-TVW— ^rf-^&SSr* LT 
Mfey i) XA| fc L"C#fc 0 1R& 7 3 ~ 7 4 t„ 

10 4' -*?-fl'T'£ h7*/y (1 5. 4g) , 3*C*flS-*- MJ [7^ (6 0%, tttt. 
4. 5 9g) ^3<tt^^^^ (8 0ml) ©M^8 OtT'3 0»#g 

iffco Rj6s^»Ki*srip*. % iwfiift-efsiLfcft, ttk^i-A'-mmLit. mm 

J-^Sttx tt?Mfc!fi*-<?ifeliK KJft (MgS0 4 ) ft, ^Lfco M4M8J:tfN, 

n - v 5 ^ w^Ar 5 K v'y gvwri? ^ (20. 5 g ) (DUittyo* 1 ^ra 

15 SStLfc, R£$ft£4fc&*l8U Sfittfc^y*-^ (1 2 0ml) K$$?Ufc 0 
#bftfc#j£fc, £Sk KnW7;y (16. 0g) SrJnjU 2l$nfl»«EUfc. 
KiSS^ttfrMU MftfcTK&JnA., S»ifWiUlLt #»*^^Jifi. 
i&ft^ifcjcTfft^, ftlft (MgSOj «L »g*&->'JJ;fr^/u#7i>* 
nvh^7^t#U ^^/U-^f-^ (1:9, S«tb) 

20 - (4 -/^Vl^ >fy^-^rf-y— /V- 4-^7^4? (17. 2g, 

M45~4 6<C 0 
7 7 

5- u-y-^yt-y*-/^ y t^t/-^- 4 - ;v (7. 7 

25 Og) ©7b7tKP77> (10 0ml) J&ttfc, *J*ffcS?-Y V ttfrTA'X = 
£A (l. OMWl^V^fc, 83ml) £- CCT'^^ < 9 i^nx.fc^ 2 
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jfis. ffia&&ktim. ffl(M g so 4 ) *B8l&. mmm^Y^y a 

OOml) \£&MU titftfrit-A' (5. 9 4g) *0 < C-C»T«x Sflt 1 ^ 

Lfc D Bl^^vHits, ffl&fflrrsm* (M g so 4 ) ^ N ftliLfc. 

5 t)5rv'lJ^-^/L'*7A^a-r h^y^-Ktf U ^^^/U-^df^V (1:9, 

/V (6. 4 9 g, HZ#9 4%) frfflftttt LT#fc 0 NMR(CDC1 3 ) 5 : 2.44(3H, 
s), 4.62(2H, s), 7.34(2H, d, J=8Hz), 7.67(2H, d, J=8 Hz), 8.35(1H, s)„ 
###| 7 8 

10 2-T"k^-4, 5-^unf^7xy (6. 1 0 g ) x tK^L^- hV V A 
(6 0%, 1. 2 5g) tSXTmm&^A' (6 0ml) ©fi-g-ftS: 8 0*C 

■CttlttLfc. Itixf;vi«, ^fn^ifoKT-^ $£M (Mgsoj fU a$gU^„ 

15 (1:9, ig^it) iSa«B35»fe#G,*T/fe»««»*5«t^N, N-^y $ 
F v>y ^Tlr*— A- ( 5 . 6 0 g ) 1 BtFfljISft Lfc„ 

««u M^^^y-^v (somi) t^Lfc. nbfrftmmfc, *i»t k 

t3^^VT5V (4. 3 5g) SrflUx.. 1. 5 R#|Blfiffi Life. £JSi&64ft«:SHiJU 

20 fflk (MgS0 4 ) ft % jMBLfc. »^>U*^7A^n-7F^77^-|: 
f+U g^^^V-^f-^ (1:9, OTJt) »fflSW>&5- (4, 
P-2-^^^) y*=3rf /-yV- 4 - (3. 4 2 g, IR^ 

3 7%) ©fcfilSfifcfcfc. M^^e>S^LT^fe^UXA^Sr#fc 0 
MM. 120~121'C o 

25 7 9 

5- (4, 5-^DD-2-fx^/i/) ^y^-^rf-y— 7^-4 — ;* /Vjj? z^g£x. 
fvt- (3. 3 0g) ©7h7t K°77^ (6 0ml) **-fkS?>r y^ 
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/UT^-^A (0. 9 5M^fyjSS, 29. 7 m 1 ) ^0X,X^ < Y> kUB 

Lfco $m^^m\Z, ma-kM7k-?m&, fti(M g so 4 ) SiltUt, giw 
m^l^y (60mi) icSii, t&fb^-A- (2. 02 g ) &ot-eMTfL 

ifwiwifc, mm^^mn, fm-m^x^^ ^i(M g so 4 ) 

■fy (1 : 9,m®fo) «fffl*»a»f>x 4-^n^f/P-5- (4, 
-2-^a:=/U) y^-^y-yu (2. 41g, Ifc2fc7 9%) lr^i:tt#t„ 
10 ^f-^bS^bT^fe^D XA^ H Sr#fco 1^6 0-6 1^,, 
#^#18 0 

4-^I>n^;V7'pv/f K (1 5. 0 g) % I[ *) A;B& y tVu (1 5. 

9g) ©MttML^^f) 3Hi>w^sf fc, mM&m^svx'fw 

7i^P^b^77^-iCftU |i^f^-?BD*;M (1 : 1, v/v) ^ 
15 ttigp^b4-^ho-<^v f /t'*^*>'^v ? -ry^DfcVU' (1 9. 5 g) L 
T#fc 0 r<73?fi^, Syo/^^v 5 ^^-^ (2. 3 g) Rtf^y-zl' (1 3 0m 

(1 7. 2 g> P9 8%) LT#fc 0 
20 KMR(CDClj)5: 1. 17 (6H, d, J = 7Hz), 1.27(6H, d, J = 7Hz), 2.92 (2H, brs) , 
3.25 (2H, d, J = 22Hz), 4.55-4.65(2 H, m), 6.64(2H, d, J = 8 Hz), 7.09 (2H, 
dd, J = 3/9Hz) 0 

#%#I8 1 

25 i/zf^u 4-7?y^y^;^^^-^ 
1RSP9 8% (Stfejfifcfc) 

NMR(CDC1 S )5: 0.90(611, t, J = 71Iz), 1. 25-1. 45(4H, m), 1.5-1.65(411, m), 2.87 
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(2H brs), 3.04(2H, d, J = 22Hz), 3.9-4.05(4 H, m), 6.66(2H, d, J = 8 Hz), 
7.08 (2H, dd, J = 3/9Hz)„ 
##011 8 2 

*?x-f-fl/ 4 — T $ / - 3 - ;* f-;u^.^J/u^^^— }■ 
5 IR^9 7% (JtfcSl&tt) 

NMRCCDCl^ 5 : 1.25(6H, t, J = 7Hz), 2. 16 (3H, s), 3.03(2H, d, J = 21Hz), 3.18 
(2H. s), 3. 95-4. 05 (4 H, m), 6.66(2H, d, J = 8 Hz), 6.95-7.0 (2H, m)„ 
8 3 

B9*ft{bf-*V (2 0. 0 g) M^b7t Kn77> (10 0ml) ©^-^^4 
10 -^fp^yXT/^rfc F (8. 0 0 g) S^xfWx*;Sf|i^ (11. 
9g) teklbTto*.* ^^(cN-^f^^py (2i.4g) Irii-Cifitl 

i^LT, 4 -[(B)- 2-(^5vI'*;*/3n/)- 2-^ h^^wtff^l^T 1 ;^] 
= fp^fy^^#fc (15.7g, J&^8 3%) „ *?9nv*9v-4yf 
15 alf/Uai-7 i /U^e > ff^UT^7'JJX^^^#fc (14. 0 g) a M6 0-6 
1°C„ £©fl5#* (5. 0 0 g) % ft (3. 1 3 g) % (7m 1 ) Xt*=*y 

-A- (30ml) CM»'30M^tS€fc. £j£fi-£tt 

h^7 7^-»C#U Sffift^^V— (2 : 1 % v/v) »WSR35»b4- 
20 [(B)- 2-(S?^/i/*^*y) — 2.-3-\>*r%'1lfisi&~ii'^*r=- ;l^]T=!J f (2. 
4 0g, W5 2%) ©IS*S:#fc. rt h y->f y^n ^x-f;v*^^RB 
l,xmm&fttf;£k*Wz (1. 7 5 g) 0 9~8 ot: 

SI (C^HjaNOjP) C, 55.04! H, 6.77; N, 4.29, 
25 ^Mfit C, 55.07; H, 6.92; N, 4. 25„ 

119 



WO 02/40458 



PCT/JP01/10001 



(5. 6 0g) (DYA'x-ls (10 0m]) jgF»fC % OVX^tf-^^ (2. 36 

$ (Mg S0 4 ) Si(BLfc 0 i®Mrh7t Kn7?^ (1 OOml) 
5 U -rta^»5?3i^V (6. 92g), T^t^y^A (6 0%, $44, 1. 7 
2g) iocktfx h7t Kd7 7> (50ml) ©jB^ftfc O'C'CiDX.fc^, 0*C"T» 

gfflfti^A^fttfflUfc. ftK^A^Bttx l&MfcK-CSfe^ S1(M|S0 4 ) 
HiLfc c 8fiftt'y5i^*7A^n-r b^77-f-fc#U gRfcu^vu-^ 
10 (1:3, ^ifc) igttjg|5j5>b, *lfeifttt«l*#fc 0 »&*bfe«ife«l** % 

6&£%& (7 0ml) *5j;tffij«fe (7 0ml) 5 B#Wi8i8Lfc. 

&G«S:*»U aS»t**-*n^fe 0 #&ftfc*i&teftfcJ&l&U 3- [5- 

(4- h y ^/u^-p^ mfs/7*=/i') -4 — f y^-y-yy^] 7*pwi 
(3. 7 7g, JtX^5 8%) &#fc„ 7tFy^fya»feH«|Lfc. Ml 
15 1 6~1 1 8t„ 

3- [5- (4- h y ytV^Tij. V*i/7*=-M - 4 — f V V fV\ 

nfc°tVi (3. 3 0g) N 9&HiSt (0. 2ml) *i <k DM * / -/U (1 0 Om 

i) <DU&m* 4$fmmmL± a eis$&&»*:«ku mmm^yk^m^ mm*. 

20 Tvu-otttfJLfc, ISfti^JiH:, ttfii*it*c-Ciifc^ (MgSOj & x M 
^ (1 : 3, #g§Jfc) »W»a*b3- [5- (4-f!)7^to^ h = 

a-) - 4 — r y^f-y y /u] 7"Bwy|^* (2. sog, M8i%) % 

igferfi^i: U-C#fc„ NMR(CDC1 3 )5: 2.66(2H, t, J=7.4Hz), 2.99(2H, q, J=7.4 
25 Hz), 3.69(3H, s), 7.35(2H, dd, J=1.0, 9.2 Hz), 7.76(2H, d, J=9.2Hz), 8.24 
(1H, s). 

mifoM 3 
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3- [5- (4- hj Y^i/y^M y^-^yy/w] y 

nlfi-yi^^V (1. 6 3 g) fflr^t Kn77> (25ml) ifflRfc, 7fc§f 

fc^yyW;v^!)A (l. OM^^tyM, l 3. 2ml) &ot-e&3> 

5 ^/u-ettttiLfc 0 mm^/^mti, muki&ykx-m^ &m (Mgsoj ^ mm 

y (2 : i, mmt) mmu^b3- is- (4- fyy/M-ny f^7x^ 
)V) - 4 — f ytt-y-y y /k] /p^-y-i-^/v a. 3 6g, &^9 2%) 

10 HJS0U4 

3- [5- (4-yt«*^3.=/v) -4->f -*f-y* U/v] i 

-/Ml. 1 0 g) , V7>"fb« (1. 4 1g) , hV* (^^y^^Tir ^ 
^) v>^9v J 5'A (I3 0mg) , 1, l' — IT* (v>y y ^ y ) 7x 

n±y (3 14mg) , v'T^'ftr F7^7y ; f='?^ (55 3mg) &&Tf 
15 1, 4-iWrlJ-> (2 0ml) ^-£^£3. 5B#f^i$foUfc 0 Rtf^-g*£7k 
fcbll*., Mni^/U-ei4mLfc 0 it$?aL^vuJif±, ^^J^7KT-Sfe?t, ftflg (Mg 
S0 4 ) »Lfco a§«^5*^7A^o-rh^77^^KMU S*» 
jz^-^df-^^ (1:3, *ffl$W>&3- [5- (4-i/7/7xi 

;U-) -4 — ry^-y-yy/l'] ^C^V-l-;*— )V (4 18mg, JK^5 2%) 

3 "C. 

7"P ft-^axf/p (6. 13g) ©rh7t Kn77y (40ml) 
t'ny>?y (5. 2ml) ©T h7t Fn77^ (5ml) WW.*: OWo < 5 
25 fcim*.fc«, 0*rC3 0#RBa»£»£fc„ #fett*:ja^»cfc, 4-^nP-N-t 
Kn * v^V^V^/M^W 5 hV^y oPK (7. 60g) ©rh7kKa7 
7> (1 0 0ml) mfc*0°C-?MZ-KM., hV^T/lsT^y (1 I. 5ml) © 
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Tf7tKP77y (10ml) M£-0lCT*t<3>o< «J tMxifco mMT'^A^ 

IMft«^T-^ ftjft (MgS0 4 ) ft, ^ttfc, »e*Sr^5*^/i/*7^^ 
P7f^77^^U BF»3i^-^**^ (l : 9, $${J£) $tt-fflSft>P>& 
5 feffltft»&»;fc. #^fcifeHfiWrf7tKP77y (10 0ml) ffiHRlC, 
**4bi?-f V^A'T^^si^A (1. OM^^f-^^K, 8 5ml) £0°CT&3> 

o< 19 fcjq*.fc« x mm.x-3 ofrm^m>-&fz 0 Rj®B^&#mk\z&€s safe' 
xf/vtrtdiLf::. mm^*mi-±, mukm^xm^ ft*{M g so 4 )«, a 

»U ISfe»«**r»fc. #G>nfcil^^Wh/^V (10 0ml) Wftlz:, 
10 Ottlftf^ (4. 5 0ml) lrlTtfci» iiBt3l|^l€fc. S 

&%)±&kx°mft, m$k (m s soj au mmhtc 0 M»7h7t k 

P77> (100ml) K^flf U P >®?v^fvU (12. 8 1 g ) „ fcmit-f 
hV$J» (6 0%, 3. 2 0 g) fc'itJ'rh^t Kn7?y (5 0ml) 4> 

15 a-e^btc 0 *C"ean*.fc«. owhshl «ev^ m.m.x^^m,^it 0 r^m 

AlfckT?^, ftJA (M g S0 4 ) l »*->!)A^*7A^pv 
h^7 7>f-»c#u (1:3, «c»Jt) »WaiJ*»&x 

»*t«b*#fc. 6&j£i£$? (5 0ml) *><fcU« (5 0m 

20 1) ©Sa-ttSr5«fW»«IELfc, KJ£»£»«:*«U @M#J}C7lc^inx:fc 0 #b 
ftfc*S6a&il«:5J&U 3- [3- (4-^bb7ss^) -4-^y^i?-yu 
yu] 7"Q^yi (4. 9 3g, Jfc#5 4 9%) &#fc„ ^ y fcVlo^-TVt^k 
Lfc. BLK 1 4 9 ~ 1 5 0°C„ 

25 5- (3 - 7*0^-4-^0071^) -4 — ( VttW!) J^jV 
(5. 0 9 g) <P (10 0ml) $ffi|C x Ot-e&te^^/V (1. 93 

ml) SriTFLfctK M-C3^^t^e/t 0 ^l^ft^ilL, 
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jft (MgSOj & m&Lft B l»rh7tFn77V (5 0ml) m«ffiU 
rn^xf^/ (5. 64g) , M)* A (6 0%, 1. 4 1 

g) h?tKB77^ (50ml) ©&£*K0t; , T?;(ni*.;fcflK OtJtfl 

@^^^T*KjffiLfc„ Ifflfc*?vHgf±. fifirfttfcjC-eaaJfr, ftft (MgS0 4 ) 

drf-V (1:3, ») *ffl«aJA»b, $&£$^£#fc„ 
6&£ifttt (5 0ml) *3«fct>'@l^ (5 0ml) 5 I^IIBaHllLfc. 

io S^*jft«U «e*t=**iP^fc 0 f#e>*ufcft&feB«:5JI>iU 3- [5- 

(3-7"nt-4-^PP7s=A') /Dt'ty® (3. 

2 4g, 4x^5 6%) &#fc 0 v ? ^/u-^-7 i /i—^f-^f 3 S^Lfc 0 m& 
1 7 7~1 8 Ot, 
»7 

15 -<;xyV/Ugf@^9vV (12. 6 5g) &£tfN, N-^fA*^A7 5 K 
S^TvPT-fe*— (11. 8 0g) (Dm&®*l. 5B#|8Kl}jftL7c 0 SJS^ife 
4-8HBU SKMfoS:^*;--*' (2 0 0ml) fc»L£ 0 #fe*t*:Sf*|j: % i&Bfc 
fcFPdr^T?^ (9. 18g) £-j&n£» 5 &ffi&SE Ufc. EJ8S1£1*>«:*» U 

20 (M g so 4 ) aftufc. ae**«>'!J*yyi'*7^^B^h^7 7-f 

-ic#u mM^* — (i:2, mmit) %mm*bn&thvtto&#it. 

#fefrfcltfett:Rtt©Th?fc Ko7?y dooml) jfflK^ **fl5$My:7 

^T/t^-^A (1. OM^^t^iE 10 0ml) O'CT'^o < «9 tiDxi 

25 Lfc„ fflfflfcn^vUJBtt, ffifMHfckTifeaK (MgS0 4 ) ft, WgUfc. j»0 
^h/uo:^ (10 0ml) $t£^ OtX^fb^-^ (5. Oml) SrjiTL 
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fflSkn^vV-ettfflLfc. S«xf;ulfi, &fn&i&7k-C*SfefK ftft (Mg SO,) ft, 
ftlBLfc. i»fh7tFP77y (10 0ml) lEiffi&U -re^xf- 
)V (13. 5 0 g) „ (6 0%, 3. 3 3 g) &£TfTh 

7tFa77> (3 0ml) ©»S4fefcO , C-ejta;*.fcflK Ot-?10#i^ ife^T, 

wufc. sftife^^nse^ issi^tkt?^, t&fe (Mgsoj ftttLfc. a 

(50ml) &£tfffim (50ml) ©i&&*«:5BttlBSiKU!: 0 
10 MttfczkfcJiJjsLfc. #feftfc&&BhB«:5BtU 3- (5-7xx^-4 

--fy^-y-yy^) ^D^ym (9. H g , ifc$6 4%) £#/t D ^v/n 
4' -^PP7th7i;y (10. 47g) „ h y (6 0%, » 

15 ft, 2. 71g) JJWM-^^dSOml) (DU-&yo%8 OVX'l^m^ 

& (MgSOj aH8Lfc 0 M%fcJ:tfN, N-^^f;l/*;VA7 5 K ^ 
s f-A'T't9—fr (12. 18g) ©fi-g^KiSrl. 5l$|ilSilLfc. RJiSfe^* ?S:« 

20 j» u as*«rx#y-^ (200ml) t^Lfco nhfitcmw^ mat* k 

n + ^TSy (9. 4 9g) 5l*ffiaBlLfc. EffiiB£1& U 0 

(MgSOj SS1&*^JJ 7^9xi^ 

f+U ifi*^^-^^^ (1:2, S^ft) *HJ»a^bHfejft»*Sr#fc. # 
25 b^fcSifejft^*©^ h7tKo77> (100ml) #*»C, 7K*<fc^ V ^ 
/VT/V5^!>J* (1. OM— ^l^mWL, 100ml) £ 0°CT-^>o < D <h AllxJc 
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©F/^xy (10 0ml) Wmc^ bXrtmfi-X^fr (2. 7ml) IrlTlfc 

g^c^/i/rfttWUfc. fflfcfcx^/ugn, l£fa&ifofc-?gfc8K (M g so 4 ) ^ 

5 iSS&Lfc D i«7^7l:Fo77y (10 0ml) !-$$?U ^ny^f 
^ (7. 9 6 g) „ iHmOtf-W*?}* (6 0%, 1. 9 5 g) tSXXTT hy 

fcKP77^ (30ml) ©»fr«fC0'C-eaix.«:a. 0*CT?1 WfBB* £ 

Lfc. BSfcc^vVjgHu «&5FMtffcJa?fti§K ttft (MgS0 4 ) ffe, **Lfc. 

10 fti-V!;*^3l;7A^n-r f^77.f— IC#U Bfflfe*^-^**^ (1:3, 
#RJfc) »W*P#»£>, ^fe?*^fe^#fcc 6&££H (5 0 

m 1 ) J3 J;tJW» ( 5 0 m 1 ) 5 f$B$I9t Lfc D ^SMSrftlg U 

8itMfefc*SrJn*.fc. #&nfc*6fei(Sia«r5BiU 3- [5- (4-^pp7^ 
/p) -4— f y^-^yy^] (7. 84g, Ifc#S46%) Sr#fCo 

15 y^o 7-^»»e>WI6i& tfc. Ml 5 5~ 1 5 4^C 0 

3- [5- (3-^n^-4-i5'Pt3 7 J i^/P) -4— 7°p 
e^R/i'Tvu (1. OOg) <Dr h7t Fn7?y (3 0ml) /kJtMfc 
^y7*W;V^^i> (1. OM^^ty^E 6. 5m 1) £0Ty?$>o< 

-ettffiUfc. RRjL^ujSHt, fiftfc&dc-rifcBK (MgS0 4 ) fc N it^Lfc 0 

(2 : 1, £«tJt) »fflapa»e>3- [5- (3-7"Dt-4-^np7x-;l/) - 
4--fy^t/y;v] T'n^y-i-;^-^ (0. 8 5 g , 2%) Sr^-fe 

25 |gA t L-Cfcfc. B^»3i^ X*» Lfc. 7 5 ~ 7 6 1. 

1 0 

vayft^ifA- (4. 7 l g) Orh7t Kn77y (4 0ml) HBSK:„ tK 
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mik-t hVVJ* (6 0%, ffltt, 1. 0 7g) &0°CX-&*\Z.mk.tz. a 1 0^1^ 
tMfcft, 4-2ux2*J-;V-5- (4- b 3 ~7)Vjru* =J-;vy ^jV) A^Jir 
^U-y— >\>> (3. 5 0 g) ©Th7fc (4 0ml) ii^OtfjlTU 

5 g^^/VT-ttttJ Lfc D gjflfcc^vHltt, «S?il£ifi*T?iife8K $ft (MgSOj ft, 
*»Lfc. m«S:6%^f&S (4 0ml) *J.fcTJtBfl6 (6 0ml) ©fi£f&fc* 

»u 8mmmmmLtc. 5^-a*iJ&Mu mwm\z.yk&Mz.tc 0 #&*ifc 

10 (3. OOg, 1R^7 9%) &#fc 0 Sl^l 7 1-1 7 21C 
^feM 1 1 

5- {4-7/l/*n7x=A') -4-^ yd-^f-^U/U^^y— /V' (5. 8 4 
g ) (Oh/P^y (5 0ml) Jgjfcjc % O'C-C^H^^--^ (3ml) SrlTLfci> 

16 m^T'ttffitfCc Rflfe^/I'Jltt:, ^il (MgS0 4 ) 

f®Lfc 3 ig^fh7tFa77y (10 0ml) jCjg»U -rB^S^at^/V 
(6. 92g) , TkKfflS-T" b 5 !>A (60%. Jffitt, 1. 70g) Joir/ff^t 
K«77> (50ml) ©S^fcfcO'C-CiPx.fcft, CC-eiBffRU t»V»"C, M 

20 fc„ BtSkxTvHitt, &ft:te&7KT*Sfcit\ (MgS0 4 ) ft, filtfe. »M 

S:^!]*7 , /l'*7A^Pvb^77^-|:#U ^^^/W-^driJ-^ (1 : 3, 

m 1 ) *>*J:01ffiJ (50ml) ©fi£^&5PfWjSifcL;fc. RJS»£1&*«*BU 
RSttfczkSrJB^ifc. fc&ih/fcJStfelSfitr^JRU 3- [5- (4-7^P7* 
25 =/U) -4-^y^-=3rf-yy/U] 7alftyi (4. 5 3g, 

UttM 1 2 
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-rvymV^Tfr (1 l. 0 g) CD^bvt: (6 0ml) WBi^ 7k 

^fc-^-MJ*.* (6 0%, jUrtk, 2. 5o g ) iro ^n£7t 0 1 o» 

(6. 4 8g) Orb7t KP79> (8 0ml) 0*C"tf«TU Sfrei 

_ WSfe^^/l'W Sr«*6«^ «Stt*6£j£!fiR (8 0ml) SSitJWR (1 2 0m 
l) ©fi£*fcJ8#U 8WiWLfc. KJ6fi£*b«r*l8U 

T3- [5- {A-^>vy^fV) -4— Yy^-^y'y/H tr^-^^te 

10 &y JJ ^Afg, ( 5 . 0 3 g , Jfc* 7 0 %) *#fc„ 1 2 1 ~ 1 2 2lC 0 
H2S0»J 1 3 

5- (4-y *.=.ju) - A.-4V3r5r-V")/y J\<*$ /—)\< (6. 0 9 

g ) <n\.,v^is (10 0ml) Wm^, 0*CT?4fMb?-;*=A' (3. 3ml) 

15 gt^fvH?ttffl bfc 0 Rfta^/VJiHu ISfMHfizlc-eaiifK fttt (MgSO 
4 ) ft, illUfco'ii^rF7fcKn77^ (10 0ml) fc»#U 
5?*^ (9. 5 1g) „ ;MSft:±MJ*2* (6 0%, jfttt. 2. 3 2g) fcitf 
f>7th'P77^ (50ml) ©SE^H 0 WJUxfc^ Ot^X* 1 B#RSk 

20 tttfflW:, Bffifti^Stt, f&fn&fcfc-egfcftK (MgS0 4 ) ft, m^Lfc 
^g^iSrv'y 1W7A^P'7 hfyy^-fcH^ g^^/v-^U-^ 

(i:3, #e>^fc^fe?fi^, es^ 

&tt (5 0ml) fcit)^ (5 0ml) ©H£4&*5WMHjBiliL;fc„ RJ&S*# 
***BU RSttfcTKiJn^fc. ft&*tfcai&fo6£5]&U 3- [5- U-* 

25 h3rv"7:n~/U) -4-^y^f-y !Jyl/| 7"oft>i (5. 16g, HK^7 
0%) £#fc 0 ^y^nlf/^-x/U-^^^-X/v^feS^UfCc, Ml 
0 1-10 2^ 
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mmm 1 4 

4-7$;^y^^*>i-^f/l' (0. 3 7g) s 3- [5- (4-^13 

a7i^) -4--f y^u-yyyv] ^oifd-^tt (o. 3 5g) , 1-kKta 

^-lH-1, 2, 3-^h!)7y-;l"*ft* (0. 25g) , til- 
5 (3-^W?;/d^) *^/^5K (0. 3 3g) &«fc 

tW, N-^f;V*/uA7 5 K (1 5ml) ©ft^fcMT?fcfca»#«H?;fc. 

tt^Tx « (MgSOj *«Lfc 0 »S»*^y 

i/W7A^dY>;i'77^t#U BIf»*^^ — (1:1, m 
10 tfc) ^l±ig|Sd>e>N- (4-^5VWfc**/ ^^-JU7^M -3- [5- (4- 
^DD7i^yI/) yttt*S9fr} -fvtt^TXF (0. 6 1g, tyfr 

9 2%) SriafefiiLTHt. fit^^-^^^feSteSUfc,, jft^lS 
8~1 3 9*C 0 

mmm 1 5 

15 3- [5- (4-?nP7ssA') - 4 — >f y^f-y U /P] 7n^| (6. 
57g) , (0. 5ml) feitPy^y— /P (1 0 0ml) (Dm&m%: 4 B$ 

nmas6bfc„ sj©?a^*srfittbx sstttokfcin*.* g»^/p-effia tyt, » 
»a:^Hr±, ^^tk-c*^ wit (M g so 4 ) ^ mm^it 0 mm**sv . 

20 ho j£tus$3&»e>3- [5- (4-^p7x^) -4— ry^u-yy/u] yp> 

trtf^SMfvv (6. 5 1 g, JK$9 4%) i LT#fc 0 gj^^p- 

^f-^e>wfe*bfc. »&5 i~5 21c. 
1 6 

3- [5- (4-^P7^;V) /Plft^f 
25 /U (6. 00 g) ©7"h9t Knyy^ (1 0 0ml) Tk^bv'i'y^ 
/1,T/I^ = t7i* (1. OM—^-^V^, 5 0ml) £ OW^o < ?) 
^T*l9#P^#Mfc 0 SSaB^ttfrS&iftlfcfcatf, Bffifc*^T?ttfflLfco 
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fefvujitt, iafp^^7k-c*si£^ (M g so 4 ) mmi.it a aefctrfu 

*W7A^P-rf^77^HC#U (2 : 1, »a 

it) j&a*iJ^6)3- [5- (4-^PP7x^) 7"P 
(4. 8 9g, I|X$9 1W Sr«66ISfti:bX#fc. ftlfta:^ 

4-7 5 y-O'v^/^^dN^v 5 ^^ (0. 7 6g) . 3- [3- (4-^n 
p^*=^) -4— T y^-^rf-^H^] ^PbTtf-^ft (0. 6 6g) , 1-tKP 
^>-lH-l, 2, 3-^yyM)7/-/>-*» (0. 49g),i»l- 
10 cn^A— 3 - ( 3 - v 5 /- Tvl'T 5 / fcVk) j&yVtfSM ? K ( 1 - 4 1 g.) J3i 
t>'N, N-^f>u*M7?K (20ml) 35fiiMfe*M"?l*fta s f 

ttv^ ftfifcfefcfc-casiiK s& (M g so 4 ) & N attLfc. mmm^y]) 

^W7A^P?F^77^4:#U (1:1, $S( 

15 it) #W*W>bN- (4— ^^■/i'*^*/^^73i=/V) -3- [3- (4- 
^B7i=;H -4 — f Vtt-V-VyjV] 7"Pt"ty7 5K (1. 14g, 
9 1%) tr^Mfa t LT#fc„ ft»3i^-^^^&SI&fiLfc. it&8 8 
~9 0°C„ 
Hffi#J 1 8 

20 3 - [3- (4-^nn7i-;l') - 4.--Y V JJ A*] /Ptft^ (l. 

28 g), h!Jxf/l/7$y (l. lm 1 ) joitfx byt Kp77> (1 0 Om 
1) Oig^ftK- 3 Ott? p PgRxf^ (O. 6ml) SrJPaifc^ -2 0*C 

t?i mifflj&»£S-i?fc. &bwtfB&mz* T>*~Tfr (i 5mi) *m%-. mm. 
•?ivmt*$iBi&it 0 ssif^itiLfc. s«*^ 

25 gHu fiftfiW** «Vvt\ §&ft&J£>kT*ifc?#\ (MgSOj ft 

$§U 3- [3- (4-^UB7i5*) -4-^f y^-dff-yyyU] 7p^>7 
5 F (O. 9 1g, W7 1%) %M&ffiMibLxmzo 7th>-^fy^fe 
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ft%H& Lfc 1 5 8 ~ 1 5 9"Co 

mmmi 9 

3- [3- (4-^PP7i^) 7°t3fcf^-^ (4. 

0 5g) , fi8R (0. 1ml) *5<fcOM*/-^ (100ml) ©jft£*>&4l$ 

m^^mix m&M*i&!fr, &m (M g so 4 ) Mut. y 
Jt) ^a»e>3- [3- (4-^no7i^) -4->f y^f-yy/k] y°a 

V*>tit*f-As (3. 9 3g, W9 2%) ^Iffife^^i LT#fc 0 
10 ^-fr^&SlW&Lfc. $ft^5 6~5 7t 0 
^*tSM 2 0 

3 - f P 7/Vta y f /Ky^;>7 $ > (0. 7 5ml) . 3- [3- (4-* 
uuy^-jV) -4-^y**t , /Jfl'] -fnttlsfk (0. 90g) > 1-fcK 

p^-ih-1, 2, s— hp ry*-/p -TK^ti (o. 8 2 g ) v &$i 

15 O-vf^^/VT^y yatfVU') ^^U* (1. 0 3g) *5 

iVN, 5 K (20ml) ©S^&&M-C»£j&»*i&-tf;fc« 

«v>t\ m\it&fcx-m&, vtm (m 6 so 4 ) mmv± a imm*^y 
jjV/vD7j»<>?u^}~-y=77j-\z.ttL, m^^-^-ty a : 1, MB 

20 it) SStffltofeN- (3- MJ^/l^n^fvl^i:/^) -3- [3- 

u-7^-j\,) -4-^y^f-yy^] 7"DaV7SK (1. 2 7g, 1^8 
7 %) UTfcfc. y^P hVl^-y^-^ ^fy^bB^l Lfc„ 

M8 0~8HC„ 
Hifc#|2 1 

25 4-75 y^y^*^*yi^if^ (1. 2 5g) , 3- (5-7i^/I/- 

4-^y^^-y-yjj/k) •/nt'tyi (i. oo g ) % i-tFn^-y-iH-i, 
2, a-^y>yry— ^-zkwfe (o. so g ) „ ^1-^^-3- (3 
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-^^r^y^otvv) */u#*M*}t (i. o8 g ) is&xfu, n-i?*? 

;V*M75 K (2 0ml) Oj&#4»*Sa*e»ff^§iHPfc. gJtSS-fr**-*^ 

fpA^-c*^ «eM (M g so 4 ) jftwuto ae**vp*y^*9A^D 

(4 - v?xf /v*7*y ^f-^7i-^) -3- (5 -7^— — ry^f- 
5/ y a-) ^tyr ( i . 8 9 g , ®M 9 3 %) t bx#fc 0 & 

Sfcx^-^aMfyfrbUfefiLfco Ml3 9~14 0U 

10 3- -fu^ir^m. (1. 0 8g) . h 

y^vl/7"$V (1. 1ml) fci^f f7tKn75y (lOOml) <D'U^ 
(r- 3 0°C-C*^od«^i^ (0. 6ml) £Aq;tfcfiL ~ 2 O^CX* 1 B£|HW»# 
Mfc, ft&ttfciE^ttfc, T^-Tzk (2 0ml) SrAtJ*., 1 iSIW^fr 

15 fiftM*^ i^T, ftjft (MgSOj ^ 3- (5 

-7^^/i^-4 — ry^f-yy^) ^bwv7;k (o. 8 2 g , 

8%) &flR6*giBi:LT#& a tfixf/P-^f^^fflL^ Ml 5 1 
-15 2°C„ 
^ife^J 2 3 

20 3- (5-yx.=./i^-4 — (Vtt-f-yyn') (1. OOg), h 

(1. Om 1 ) toXXfT h7kKn7?y (5 Om l ) <Dm&%sK 
-3 0WnP^|xf;v (0. 5ml) frJq*.fcflL -2 0t"eiW^S 

■effc, #btifc^^f'. ^/wr 5 ^*«ssk domi) «rJn*.x Mx-i^ra 
25 awe, iss^^-es^ im (Mgsoj ® % mmu n 

-ai^vU-S- (5-7x^-4 — f VsNHJ-r/UyU) 7'P^yT5K (0. 
9 3g, 4X^8 3%) ZM&ffi&b LT#fc„ ffttoi^— ^^f-^^S^L 
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ft a ®l^7 5-7 6°C 0 

mmm 2 4 

(E) -3- (5-7i^-4— iVttVSyM 7n^y||xf/i, (4. 
89g) , 2Mfemi (5 0ml) fcitflSSi (5 0ml) 0£&tt$3n$|H|»ffi 

(E) -3- (5-7=t=/V-4-^ i y^rSr^/y M -f-n-Ofk (4. 0 2g, 
9 3%) £#fc„ T-feh^-^i^^bWJl&iftLfc. 9 
2 5 

(E) -3- (5-7i=*-4-^y**ty5;V) ^n^SI (0. 9 7 
10 g) „ h!Jxf^7 5^ (1ml) ftiCf l7t KP77y (60ml) ©SB^ 
*bfc-3 0 < Ctf^na^Bfe3i^/i/ (0. 5ml) - 2 0 tT? 1 !#raa» 

#btufcja^»ic, t^-ttJc (imi) sran*., iauini^ 

&?ElSW*> ttl^T, tS^JfoK"?^ ftjft (MgSOj « % ftffiU (E) - 
15 3- (5-7^— /U-4—^ y^-^yjJ/P) 7o^7U' (0. 8 6g, JftsfK 
8 9%) lIMItLTHfe. Tir hy-^fyi^BgiUc RjS19 4 

~i 9 6t; 0 

A-T^/^l/it/V-foX-fcymV'^J-fr (0. 8 3g) s (E) -3- (5-7 
20 =:=.yv-4->l' y^-drD-yi;^) T'a^O"^ (0. 69g) , l-fcKn^f-l 

H-i, 2, 3— m r - tM** (o. 5 4 g ) , i»i-xf;v- 

3- (3-^f^r5;7'a^) F (0. 6 5g) *5«££W, N 

-j?^f^A75 k (30ml) <pfi£ttfcMW£a»#i&£fc. kj&ss- 

25 v^-c, i&fo&tTk-CifttfK #ft (M g so 4 ) « % ftHSUt, »S*bSr'>U*^* 
5A^p-t h^^-fcttU gfl$^/u— ^rifv (1:1, Mft) i^WSB 
(E) — N— t=?}V7 :c—)V) -3- (5-7^—^ 
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^d^7^ K (0. 8 6g, UX^6 1%) Sril&gifi, 
t LXmtc. @ffixf;>-^t y^fcSfei Lfc, ife^l 7 3~1 7 4°C a 
gfoffl 2 7 

(E) -3- <5-7^/U-4— fy^f-ZU/lx) ^n/<y| (0. 76 
5 g) „ hV^^T%> (0. 8ml) KSiVTYytYuyyV (50ml) <0 
O'C-C^np^zn^vu (o. 4ml) ^iPxfc^, -20 C CT*1I^ 

ma^m^fc 0 &btntm&wnz* ^/^r^^mm (imi) s^nx, mt? 

tt, gSMWTK. i^T, l&fP^i&k-C^ (6ft (MgSOj g$g 

10 U (E) -N-^A~-3- (5-7x^-4--l'y^t>'!J;H t/n^y 
7 5 fMO. 7 8 g, l|X$9 1%) &4&£j|£,a£ LT^*:. T-fc h ^-~=3rf- 
bPfMS Lfc„ St^l56~157'C (> 
8 

3- (3->^-5-7;c=yU-4 — f y^^y V )V) fu\£HrV^. (0. 
15 95g), MJ^fvKT5>" (1. Oml) tJiVf h7t Kn7?y (50m 

1) tf>2i-8-W£-3 nn^^n^ (0. 5ml) ^Mx.tzM.. -2 0t? 

-Cl^d^MfCo T^^TtK (5ml) £rfln?L MT* 

is, &?nM;k. s^x. £&fn&fok-e». (M g so 4 ) & s a^i 
20 l, 3— (3-*^su-5-yai~;u-4-jya-*f-yvM /nftyru* 

(o. 8 6 g , jk^9i%) *m&%iMskLxmit 0 ffim^fr-^*ci->i>>bft 
felLfco m&i 4 9~i 5 it: 0 
mmm29 

4- 75/^S#^^ (0. 4 7g) . 3- (3-^5vW-5-7oi-/k- 
25 4-^y^-^yy^) yntf^-^ (0. 6 0g), l-kKn^>-lH-l, 

2, 3 — h 'J TV— IV • TKfO^I (0. 50g) , ^l-^^V-3- (3 
-VM-^T%J yntVP) ^/V/^^^K (0. 6 1g) *Jj;t/N, N-^/.^ 
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^*/uat5 k (i5mi) <om-hm^mx'W^^m^it 0 sos^t^zMc 
a-^ mm^^mmLtz 0 mm^^m*. man*, m^x, & 
mikmykx*mft, &m (Mgsoj ^ mm^it 0 nmn^^-^^^y^u 

•7F^77^|^U ftfift^*' (1 : 1, ^W^bN- 

5 (4-^ h^rv-^yVxJ?— )V7x.— ;U) -3- (3 —^f-ju— 5 -7cc=^-4 ->f 

y^-^j/y/v) yu^y7U* (o. 7 5 g) itP£7 9%) &**6ife&£LT 
#fc 0 ferae* tfco Si^: i4o~i4i u 

3Sifcf«3 0 

N-^i^/V^^/Hf^^i/^ (0. 8 5g) , 3- {5-y a--=-)V-A-4 
10 y^f-yy/I^) yoWi'S (0. 70g), l-tKndf-v'-lH-l, 2, 
3-^/b3Jr^'*ft* (0. 5 5g) ,^l-3i^/W-3- (3-i? 
*f-flsT%J-?u\?M llAs^M 5 F (0. 6 9g) }3j;tFN ( N-v^^* 

(15ml) ©ffi^4&«:£ffl-C»*i8»f M&S^&7kK&£\ 

15 TkTSfc^K im (MgSOj fft, WBUfc. MftSr^J^^^^A^a-rh^ 
^^/l^-^f-V (1:1, Stftfc) «fflaiJ^bN-^7* 

~/m^vi— n' - [3- :/afcr;t= 

M \£+Zy*JZs (1. 3 5g, J|X^9 3%) i: LT#;/fc 0 MflUCDCQ 

5: 2. 26-2. 42 (4H, m), 2. 50-2. 64 (2H, m), 2. 94-3. 08 (2H, m), 3. 32-3. 44 (2H, ra), 
20 3. 56-3.68(2H, m), 4.22(1H, s), 7. 12-7. 54(13H, m), 7. 66-7. 86(2H, m), 8.21(1 
H, s) 0 

nmm 3 1 

2-75/ -4- (4-^on7x^) (0. 7 5g) N 3- (5 

-y^^/p-4->ry^f-/y/>) ynw>i (o. 7 2g) , 1-tKp^ 

25 ->-lH-l, 2, S-'O'^MT':/— ^ • zKfP#? (O. 55g) , i^l-x 
7-JU-3- (3-^W$y7°Pf;l') %]i\s$*M* K (0. 7 0g) fcitf 
N, N-^f/^AT^K (15ml) ©SM>*M^*'4fc**£ft£fc. & 
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gtv>T s fi«rftts*-eifc^ $&& (M g so 4 ) «u mfibfc. asNbSr^p* 

^*?A^B'rh^57-f-|cWU W^^v— .drf-v (1:1, WlSJfc) 
SWSP^fcN- [4- (4-^a7^) -2-f-Ty*»J/l/| -3- (5-7 

5 fy**f-y-*S9A') yaftyj^K (o. 58 g , (51*43%) *• 

4t£&&2: LT#fc 0 BfSfe^^ — ^^»6>mfe*bfc 0 Ml 7 2-1 7 
3*C. 

3SS0H3 2 

4-T$y£&#^y5vM0. 46g) , 3- (5-7.T=^-4->f m 
10 ^/3M (0. 6 0gK 1-fc Kn^-lH-1, 2, 3 — ^ 

hVTy—Jl" Tlcfrlfe (0. 48 g) „ 1 -i^vfl/- 3 - 
T^y/ntVu) j&/Htfi?>f5K (0. 6 1 g) *J.fctfN, N-^^fM;VA7 
5 F (1 5ml) ©lB^«»Sr*a-C»«^#ii*fc. SOS^fe j£& 

15 ^ g& (MgSOj JfcBLfc. «fi»*5/y#^*?A^B-rh/?7 
4— KftU g^lg^^-^f-V (1:1. ^®Jfc) ®ffl«$a»&N- (4-pt h 
^v^;^^^7*-;v) -3- (5-7*=/V'-4— f y^f-^y^) 
*V75K (0. 8 6g, Ift$8 9%) Lt#fc„ g|fcfe:x?vl'-'N* 

•S-^&SftNlL*:. Mlll-ll 2°C„ 

20 3 3 

2-T^S — 5—*?-fl'-4-y3i~Asf-T-S~-A'{0. 9 5 g) % 3- (5- 

— ry^-^yy^) -7vt°3->m ci. oi g ) „ i-tFP^ 
-iH-i, 2, 3— <yy MJry*— A" 7kfn$j (o. 78 g ),HMi-^ 

/l— 3- (3-i?^^T5y^Ptr^) tf/UfffS^ 5 F (O. 9 7g) js.tr^N, 
25 N-v'^fM/l'AT? K (2 0ml) ©t&£*fc£&-C|fcfc)&»#&t?;fco RJ&S 

iKv^-Cx m*tt&fr-Qfflfc, (Mgsoj « % ml*, mmmzisv*?^ 
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*7^n^f^77-f-fc#U ffik^fji'-^tt* (1:1, 

WA"bN- (5-^f^-4-7x=^- -3- (5-7x^ 

-4— f y^UVD/U) yB^tvrU* (l. 7 4g, W9 6%) &*£fef£ 

5 Mti&M 3 4 

2-T5/^yy>- (0. 55g) , 3- (5-7x^-4 — (y^-f^V 
;V) 7n\£$ryW. (0. 8 2g) „ l-kKP^-lH-1, 2, 3 — <>*Sb 
9 (0. 6 8g) x 1-^^-3- 

yutVk) */HR^5K (0. 9 1g) fcitfN, N— -^^tJvVAT 5 K 
10 (15ml) Oil^ft^IIT«i^Iffc 0 

(MgS0 4 ) ft, iiS§L£: 0 a»>W^7A^n-7f^77^1: 

#u g^^/v-^drf-^ (i : i, mmit) mm&frbN- 

-3- (5-7i-;U-4-^VW/!J;l') T'oWTU' (1. 0 9g, 
15 1^8 4%) SriW B i:tT#fc 0 g^m^^ •^rf-^feWKi&Ufc. ^ 

1 1 2~i i 3*0, 

3 5 

4-75;^7?K (0. 55g) , 3- (5 -7i=^- 4 y^ "dp-f- 
}/y/U) T'Pb-^-Vig (0. 8 7gK l-tFD^>-lH-l, 2, 3--0- 

20 y byry-^-TMiife (o. 6 8g) , wki-^f-^-z- o-v^^w-r 
^yyavf/u) */i/#^?F (0. 8 8 g ) is.fctfN, N-^WM7? 
K (20ml) ©a^»S:M"C»*a>ta*fc- fiOS®&»Sr*tffi^ ims^ 

mk (Mgsoj mmLt^ ai*^5^w5A^P^b^77^ 

25 -fcftU iffife^i^-^f-^ (1:1, ^ib) ^tUS&ri^N- (4-#/W<« 
^/l^.-nc^/U) -3- (5-7i=;V-4-^ y^-^r-y-yy^l/) ^ntf^VTS 
K (O. 9 5g, JlX^7 1%) %M&&&kLXntCo rh7kh*n77>-^ 
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mmm 3 6 

3- (2-7?/xf;v) -T>-K-/U (0. 46g) , hJJa:^T5 
>- (0. 6ml) *5,fctfN, N-^f/^MrU' (2 0ml) ©H-pfe^i 

5 flT?l^Wa»#S«fc 0 #fcjXfcSft^»lC N 3- (5-7x=^-4-'fyt*t 
/U/V) T'nf^gt (0. 42g) , 1-kKP^-lH-l, 2, 3 -^<^ 
'/h'J7*/-/l<-*jfM& (0. 3 7g) ^3:Xmmi-^f-^-S- 

^r^yyptvw (o. 4 5g) ^Jnx., M-eHft^t&fffc. 

io w** sfc^-c, ttflrfMfcic^tt*. (M g so 4 ) a, jt«Lfc„ a«£->y 

j&^JA^nvb^^-f^ttU g^rcf-yv-^dr-^^ ( 1 : 1 , 

it) jgPfflep^&N- [2- -3- (5-7^-^-4 

— r y^-^f-yy^) /p^ru* (o. 6 3 gl W9i%) sr&&$i:tMfc 

tl/r#fc 0 NMR(CDCl3) 6 : 2. 32-2. 44 (2H, m), 2. 88-3. 04 (4H, m), 3. 54-3. 66 (2H, 
16 m), 5.45(1H, br s), 6.93(1H, d, J=2.2Hz), 7. 04-7. 28 (2H, m), 7. 32-7. 62 (5H, 
m), 7. 64-7. 74 (2H, m), 8.05(1H, br s), 8. 17 (1H, s)„ 

mmm 3 7 

4- 75 y ^ yi^f /V (1. 20g) , 5— 7^=- 
y^f-yy/V#g? (0. 84g) , 1-fcKntV-lH-l, 2, 3 -* < W 

20 M;ry-^-^fBlb (0. 7 5g) „ ^l-^/V-3- (3-^f;V7 5 
/^Pf/V) #/UzJ?vM 5 K (0. 9 7 g) *5«fctfN, N-y^f^WU* 

(20ml) ©»£4&8:£fit?»#a>t»tffc„ BK*^ 

(MgS0 4 ) 8L MLfc. »gttSrVy*^k*7A^n-r h^77^t 
25 #U SfS^^-^^f-^ (1:1. *flftt;) &W»£>N- U-V^J-jv* 
H*^f*7.t=^) - 5-"7^^/U-4— Y y^^f-yy vwr-fr h75 K (1. 
5 8 g. «K$8 9%) Srfcfeifei&fc bT#fc 0 StR^^-^^^&WIS* L 
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it. Ifcj&l 3 2 — 1 3 3°C 0 

%i&m 3 8 

2-T57-4- (4-^aa7i-;l') ^T^J—JV (0. 6 5 g) v 5-7^ 
^-4--fy W/!)^ (O. 60g), 1-fc Kn*i/-1H-1, 2, 

5 3-^yyfy7^;v-*tt (o. 5i g ) . u— 

^f/l'7 5;7'n^) ^/Hffi^ 5 K (0. 5 9g) *3.fcTJ*N, N-i^^/VJfc 

(15ml) ©fi-frtefcMWKfrtftlffc. RiSS^»**tcffi*" % 

*T-gfe^, &m (MgS0 4 ) « % ««Lfc. M*«r^JJ*^V*7A^n-r 
10 77^-C#U g^^^-^f-^ (1:1, mffiit) t&mtRfrbN- [4- 
(4-^nn7*=^) -2-^3/1/] - 5 -7*=- >U- 4 ->f y^dffVlI 
yl^T-fe hT5 K (0. 9 2 g, iRs(S7 9%) LT#fc 0 gjstfcn^- 

^f-^*»fePI|g*Lfc. K2 10~2 1lt o 
3 9 

15 4-75 7 7x=;l#ixf;l/ (0. 3 2g) , 3- [5- (4-^na7i- 
AO -fnHX-Vtit (O. 3 7g) . l-tFa^-l 

H-l, 2, 3-^Hir/-/V-*fHft (0. 2 8g) ,iil-if/V- 
3- S/T'n t*Vu) 5 K (0. 3 5 g) teit^N, N 

K (15ml) ©jg-^ifeSrMfiT-W^tMfco SJ68fr8- 

wr, «jK (M g S0 4 ) ft, asfcfcvy 

7^P^ h^77^H^U BHK*^-^*-^^ (1 : 1, SFfiSJt) &ffl*i5 
i»5>N- (4-aih^*yVJj?=-/l'^f-yl'73i=i/l') -3 - [5- (4-^BB7 

^-/u) -4—r y^-^y y^H yp^^T^F (o. 5 6g, W93%) 

8"C. 

zmmi o 
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3-T5.;t°))i?y (0. 1 8 g) > 3- [5- U-?vn7^=.jV) -4- 
4 "Jir*^/ytV\ 7n\*±V&L (0. 5 0gK 1-t Ka^-lH-l, 2, 

(0. 3 5g) , IftBfc l-3^7»'- 3- (3—5? 
^W^^nlfA/) *;*^5F (0. 45 g) *5itW, N-v^9vV# 
5 ;VA7 5K (1 5ml) ©M^ilt«i»f$^ ( R(SJa^««r*fc&^ % 

tkt-», mm (Mgso 4 ) «s «»bfc. iw*v' , ;*W7^oThy 

yy-i-\z.nu mSt^TA'-^'PV (1:1, Mtt) *W3W>feN- (3- 
t?))i/jl>) -3- [5- (4-^an^i^U) -4-^y^|-/!);l'] 7" a If 
10 ^^7-; K (0. 6 0g, 6%) &&&&itl£ Lt#fc„ T-Khy-^-Q- 

>frbffi&&L1t 0 Ml 9 7-1 9 8t„ 
HM4 1 

(2-^^- 1-4 %^HAd K'VVy (0. 40 g) % 
3- [5- (4-^Pn7i=;H -4— f V^^W^I 7°u\£jrVWL (0. 
15 5 8 g) > 1 -t Kadrv— 1 H- 1 , 2, 3 -^V / h !) 7^-^ ■ ^SlISl (0. 
4 5g) , Ml-^-3- \?)V) A;^5F 

(0. 5 4g) fcJltfN, N—^f/^l'AT? K (15ml) ©fi-frtt&M 

#i£n, mfaswyk, i!v>r, i&fD^MTkT*^, (M g so 4 ) mm 

> (1 : 1, ^«it) *mSP3S>feN- [6- (2-^^/U-l— r^^JJ/U) - 
3-hfpv 5 ^) -3- [5- (4-^B7i=/l') -4->f y^-df-f-VyyV] 7" 

p^yru' (o. 5 9 g> ik^6 3%) frUffifeliiTifc. r-tM'-^ 

''MM'i^bSiSftUfc. Ml 9 3-1 9 4 t C„ 
25 $zM$H2 

1- (3-^h#->7x^) xW^y (0. 3 2g), 3- [5- (4- 
^nn7x-;V) - 4 — ( V^^V JJ /V] -fxx (0. 45g) , 1-fc 
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Kn^-1H-1, 2, 3— <ls-J hVTy—Jl'-Xftfo (0. 3 3g) ,ii 
1 - =c^-)V- 3 - (3-5?* 'J- AST 5 / tVW) #/HRSM $ K ( 0 . 4 0 g ) 
*5j:t*N, N-^fWA/U' (15ml) oiB^*S:Sfi."Cl*fta^fttf 

5 M*zk ttv^r, fi*b£*S*-Cife8K ^ (MgS0 4 ) ft, «BlU*:. 

^y^y^yis^P-^hi/y^^-I^U gf^^-^f-V (l : l, # 
Sftfc) #ffl«W>&N- [1- (3-^ F^7=t^) -3 - [5- (4 

-^ P P7x^l/) —4 — ( V^^rf*/ 3 AS] -?n\?$-yT% K (0. 6 1 g, IK 
$8 8%) fc&fifcfttL-C&fc. ||x^-^^fy*f,SaLt K8 
10 9~9 0U 
Hife*f||4 3 

2-75; y^yV-5-y^v-b p 7^>' (0. 2 5ml) , 3- [5- (4—^ 
pny^/V) -4--T y^-=3r-iJ-yiJ/V] ^Ptf^"^ (0. 4 5g) , 1-tK 
U^-1H-1, 2, 3-^^yMJTy-/V-^t> (0. 3 5g) , ISl 
15 ~^=f-)V-2,- ( 3 — f'A'T % J :/n 5 K (0. 40g) *5 

<fct/N, N-^fWA7 5K (15ml) ©iK^^M^^tMfcc 

«wc, ffia&&k'r&ft. (M g so 4 ) ft, ii^Lfc. M4fcSr->U 

tfW^A^P^r/^^-RlftU gfr^?-A— ^f-^ (1:1, SSI 
20 It) »tb»*»6>N- (5-^^-2-^7^/^^) -3- [5- (4-? 

-4-^y^-^-^yy/w] ^otf^-vr^K (o. 5 8g, ^9 

0%) &m&M&t\sX&1Z. IftRai^-^^^^bfflfefliUfc. M12 4 
~12 5'C„ 
H»W4 4 

25 4- (1— r ^yy/u-) r^y^ (0. sig), 3- (5-^*^-4- 

-f y^-^f-yUA) fV-Y^^W. (0. 70g) , 1-kFo^-lH-l, 2, 
3— M)7"y-/V-7KfO^ (0. 60g) , J&^l-^fVV-- 3- (3-v> 
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^f;l/7 5//ok» #A*$*M$ H (0. 7 5g) &±tW, N-^^vMn 
iVJ*T 5 K (20ml) ©I^WIlf^^ilffc. gfcfi&fc&Tfcfcit^ 

TfcTSItftK (MgS0 4 ) fc % *«Ufc 0 M^!J*^7A^n-7f^ 
5 S»^^ (1:1, MJt) »tfJ(Ba»f>N- [4- 

(i-^^)/];^) ^^^/u] -3- (5-7^-7w-4-^y^-=¥f-y];/u) 

7PWy7U* (0. 9 5g, JK^8 3%) SrfflifellrStLTWfc. iffifcnfvl' 
-^rf-^&ISfeiUfc. S^176~177t D 

10 6-T^y^r/y>- (0. 38g) , 3- (5-7ai=/l/- 4 — { yttWy 
;V) ^atft>i (0. 5 6g) , 1-t Ko^-lH-1, 2, 
yry-yW-TM** (0. 46g) , Wl-^^-3- (3-^f;v7$; 
7af/l/) tf/VtffvM' § K (0. 6 0g) feJltW, 5 K 

(i5mi) <Dm&mzgM.T-mLt>^m&fr 0 5tmm&®*Mm€, mm*? 

fflk (MgSOj « % »«Lfc. g«->!)*W7i^7^77^£ 
ttU fflk^f-As-^tty (1 : 1. $SHfc) ^W»fcN- (6-^/D;H 
-3- (5-7x-;V-4-^yt#fV!);V) 7aWy7?K (0. 7 9 g, 
JK35 8 9%) SrtlfelSfit gH»*^-^*i^3&» Lfc. 

20 170~171 < C o 
H;6&0iJ 4 6 

2-T5/t°7v ? ^ (0. 26 g) „ 3- ( 5 4 — f V V 
;U) (0. 58 g) „ 1-tKB^-lH-l, 2, 

yry-zt-TkM (o. 4 6 g ) , m:mi-*?^-3- {3-*s/?jvt$s 

25 7°Pf/l^) tf-rt^S^ 3 K (0. 6 0g) *JitfN, N-^fM^75 K 

(i5mn oi3^sit»$i^fe„ &j&B&m&*tr.&g, mm*? 
/ux°m&vTz 0 mm^*mt&. isms*** m^x, m^a^m^xm^. 
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ttft (MgS0 4 ) **BLfc. *y/W7A^P-7 h^77^HC 

ftU ffik^f-A'-^-tl' (1:1, &»ffc) #ffl*pa»6>N- (2-fcT?5*= 
/V) -3- (5-:7^/V-4--f y^lJ-y'y/V) /nlftyT5K (O. 46 
g, J|X^5 8%) ^lfe^ B B i:LT#fc. g^^-^^^feSfi^Lfc, 
5 Wl6 3~16 4t 0 
HS6M4 7 

4- T^y^ (0. 90g) „ 3- (5-7:c=^-4— f 
y±*^J])jV) -7u\?*^m. (1. 07g) N 1-h KP*f-lH-l, 2, 
3 — ^^yhyr^-/l'-7KfP'fe (O. 9 0g) , S8l-sf^-3- (3-5? 

10 y ^vl'T 3 / 7*u fc"Vu) (1. 15g) *iJ.tfN, 

5 F (2 0ml) ©M^iaf^i^i^f:. RJSiS-e-*&*fc:i£^ 

ftjfe (MgSOj « % «BLfc. »S*^J*W7A^n-7^ 
77^-C#U ifR^/V—^^f-^ (1:1, *8fHl) *W«a»&N- [4- 

15 (i— ^/i^yy) 7cn=/v] -3- (5-7^=yv-4--< y^-^yy^) y 

p 5 K ( 1 . 2 3 g , 6 6%) t LT#fc„ T± h 

^-if-^&SJEiiUt. »J^1 9 7~1 9 8t D 
$lfl4 8 

5- T5/-2- (l-*^y/) ¥Vi?> (O. 85g) , 3- (5-7=i 
20 ^;V-4-^y^t^P/l') 7Pt 0 iy| (L. Olg) , l-fcKndff-l 

H-l, 2, hVTy— /P-TKft!^ (0. 8 5 g) „ i&iEl -ai^vk- 

3- (3-^W5/7 e a^) *^#^5K (1. 0 9g) fci^N, N 
5 K (2 0ml) ©M*ifiT«ii^I-fffe t gJ&fiG- 

25 i^t, ffiflrffett&K-cft^s ft* (M g so 4 ) a, 3»e»*rs/y*^* 

7A^P?h^77^Hu#U ftixf/p-^^ty (1 : 1, ^ffl&J 
tf>fc>N- [6- (l-tMU/) -3-bfUi^/V] - 3- (5-~7^-Jl/~ 4 - 
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'fym/U/I') 7i3 f^TS K (0. 86g, Jft^4 9%) frm&ffi&bL 
T#fc 0 ft»3t^/u-^*1)-^35>6>ISfeSLfc„ i^l4 6~14 7U 
£ffi|g4 9 

4- u— f^yy^) r=y>- (o. 8 5 g ) H 4- (5-y^^-4- 

5 y^-dr-^^/U^) (1. 2 1g) , l-fcKP*'>-lH-l, 2, 3 

-^vvyry-->v-itfmi (o. 9 5 g ) „ jfiRi-^/p-a- (3-v^y 

'f-^T K S M/V) (1. 2 0g) jo^t^N, N-v^^VV-tf/U 

(2 0ml) ©«^*Sfl-Cj&fcj&>* i&tf fc. EJfc8£#>**fc8-#, 

fcttU (1:1, ««Jfc) #tttSU#>bN- [4- 

d->r x^/va*) 7i^] -4- (5-7^^/w-4 — r 

7* $ K ( 1 . 6 8 g , IRS* 8 6 %) £ LT#fc„ BSfcnfvl'-^ 

^rt^^ffMlfc. it^ 132-133 tX, 
15 5 0 

3- (5-7i-/l'-4 — < y^^t/!J;l') 7°Pb°^-y^ (18. 6 2 g) % 
liffi^ (0. 2ml) )\s (10 0ml) ©»S**r4l*|BaiStLfc. 

ftffiiAift^tnjfe^, (Mgsoj & s wtmisTc nm&wuvw?*? 

20 a-7b^77^C#U gffifcrfvu-^-iJ-^ (i:3, #Kfc) SffflfcUfrfe 3 

- (5— 7*^/1^-4— -f y^-^f-yy/w) t°p n'^m*^ (19. o3g, 

W9 6%) £&&ffi:f£tlt LT#fc D NMR(CDC1,)5: 2. 59-2. 71 (2H, m), 2.95-3.0 
6(2H, nO, 3.68(3H, s), 7. 42-7. 56 (3H, m), 7. 64-7. 74 (2H, m), 8.22(1H, s) D 
HW) 5 1 

25 3- (5-7a:-yU- 4— Y y^-^-f-yy/V) T'af^-y^^ (1 8. 13 
g) Of |«?fcKo75y (3 0 0ml) JSHftfc, TKSffft^ ^ ^MTlV^ =- V 
A (1. OM^f-^^, 160ml) ^OWo<9!:Mfcft, Slft-ei 
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mtt. §m&m&-&m* &m (Mgsoj mmhfz 0 

7A^P i rt>/77^Hl#U aSfcc^vl'-'^-iJ-J' (2:1, ^Jfc) ^ffiSB 
frt>3- (5-y^~;^-A-y(y^ty])^) -fus^is-i-ir-fr (15. 
5 7 2 g, W9 9%) fc LX#fc 0 NMR(CDC1 3 ) 5 : 1. 82-2. 00 (2H, m), 

2. 72-2. 88 (2H, m), 3. 66-3. 78 (2H, m), 7. 41-7. 56 (3H, m), 7. 68-7. 78 (2H, m), 8.2 
KIM. 3)„ 
21*101 5 2 

4- (5-7x=;V-4-^yW/!I;l') /fn^fy/V (12. 8 3 g) 
10 ft£-Utft:£Bfe (10 0ml) Lfc. SJSa-fr4S»S:BS>*-^T? 

wifc. Bi«3i^yvjar±, mi-k&fcx-m>, &r (M g soj »tfc D 

(i:i, ^ifc) ^tti^b4- (5-7*=/v-4 — 

>m (13. 0 3g, Ifc^9 3%) tifeftiliLtftfc. IHR^fvl'-^-fri' 
15 M6 7~6 8t 0 

Hffift 5 3 

4-T^ /^^v 5 ^*^*^^^/!^ (1. 74g) „ 4- (5-7^~A— 
4-^ y^-^-^l/y^) r/*^ (1. 3 8g) , 1-fcKo^-lH-l, 2, 
3-^y/MJ7^-» (1. 08g) % (3-v> 
20 ^W?;^^) *^>f$K (1. 3 8g) *5j;tW, N-v^^vwfr 
/VAT 5 F (2 0ml) ©a^*Slt?»«A»tjH?fc. RJfcil£tof:*fc8iif* 

W (MgS0 4 ) mffil>fco M^!J*^7A^Dv>^ 

?7-f-ic#u w^/v- ^f-^ d:i, OTJto aFWSBa»e>N- u- 

25 5?:r^yHfcJ*#y t^/V? -4- (5-7i^-4-^y^f/P 

/V) ^y75K (2. 5 6g, JtZ*9 4%) <k LT#fc 0 g^^/v 

.drf-^e>^M B B H bfc„ g*£ 128-129 ^C 0 
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mmm 5 4 

4- [2- (3-xf^-4H- h y — OVO 7~y:/ 

(1. i2 g ) . 3- (5-7*^-4-^ < y V ^) (1. 

04g) , 1-tKn^-lH-l, 2, hUTV-^-TK^ (0. 

5 8 9 g) , ifflU-m^Tl'-S- (3-^^75;^^) A^5F 
(1. 1 1 g) *3<tt^N, N-'^f/^VA7 5K (20ml) 

HfnSWTK, *KWC* &ft&&fcT*?fe8K KJflfc (MgS0 4 ) ft, M 

10 >- (1 : 1, #gW5) *m»a»bN- [4- [2- ( 3 -cn^/l— 4 H- TV 
— yV-4-^/V) oih^v-] 7i=/l/] -3- (5-r7a:-^-4-^y^-^> ? 
y /V) t°^-^r 5 K ( 1 . 5 8 g , JtZ^ 7 6 %) %%k&f&& t LT#fc„ Tir 
^-^M^i&a&SlgfiLfco gj.^i67~168t„ 
5 5 

15 4- [2- ( 3 -xf /!/- 4 H- b P 7'/-^- 4 A') ^ 7xjy 

(o. 5i g ) , 4- ( 5 -7x^;v- 4 -- r y**ty 5 ^) -7?ym (o. 5 
1 g) , l-tpp^-iH-i, 2, 3-^xi/hyry— ^-tK^ (0. 

4 0 g ) , mm. 1 -^f-/V- 3 - ( 3 - % J fc°/U) ^/U/i?^ 5 F 

(0. 5 0g) ^itflM, N-^f^W7; K (2 0ml) OU^^MU. 

r±, &fnmw*> shot, ®Biftja*t!«», «a» (M g so 4 ) **§ 

^(1:1, #W*W»feN- [4- [2- (3-xf;v-4H-M)7^ 

— ,U_4— i)V) ~7x.~)V\ -4- (5-7x=A^4-> f V**"?*/ 

25 y/v) y^yr? K (0. 8 3 g , 4X^8 4%) SrlifeeJltU-C#*:. Tirf-V 

— .df-y-vd^TOii bfe 0 Bk£ 1 2 fi ~ 1 2 fi TJ 0 

Hifctfii 5 6 
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5—y^~/l"{ y /V— 4 ~% /l'7$7jV7 : h K (7. 18g) „ 
frftXTbsmm^fr (9. 3 5 g) N-^y^/VArS F (15 

Oml) ©fi£*fc v O'CT'TK^ft^ h 'J £A (6 0%,'ltt, 1. 6 5 g) 

in*p3»iBHia«fc. Rj&afrs***ifc»fca^x iix^timLfc. 

5 SBfci^vHift, j&»Ajfi7K-C»^ (MgS0 4 ) SMBLfc. »S*fci/ 

tt) ^mg&^ib (e) -3- (6-7*^-4— <y**y-yy /u^># 

3i ^/U (8. 8 8g, I&#8 8%) *rH&jft^teibt#fc„ NMRCCDClj) 5 •' 1.33(3 
H, t, J=7.2Hz), 4.27(2H, q, J=7.2 Hz), 6.34(1H, d, J=15.4Hz), 7.48-7.82(6 
10 H, m), 8.52(1H, a). 

mmm 5 7 . 

4-^1313^^^-3- (4-7i=;>7x=;V) ^y^-^rf/-^ (3. 20 
g) <£>xh9t Kc77> (1 0 Om 1) vny^xf^ (5. 70 

g) , jMfffrJ-MJ 9 A (6 0% Jfife 1. 4 0g) Utfrh7tKD7 7^ 
15 (5 0ml) O»^4feK0 , CTrtD*.fcSl, OlCC 1 B#fS, j^T, M"?!**^ 

;^7A^a?l»^77^-EftU (1:3, ^*gtti) ^ 

msM»&* «sfe»*t'»«r#fc. ®bftfcm&mtk®. em^mm oomi) 

20 tm& ( 3 0 m 1 ) 5 B#!S31$c Lfc 0 KJSjS#*Sr*(6 l, mm%>\z& 

&Mz-it 0 #&*Lfc«f&fefi*5ffitU 3- [3- (4-7a=/V7i=^) -4 
— ry^^rf-yy^] T'nWyi (2. 8 9g, W83%) £r#/t„ T-fef^ 
-^f-^feffifctiiLfco Buftl 6 9~1 70*0. 
jftffiffl 5 8 

25 3- [5- (4-7;^n7x=;H - 4 -W JJ 7"n^y8^ 

^ (3. 2 1 g) 05" h9k KP77^ (30m 1 ) TkfHK^-f 
A-T/U^^A (1. OM^t^S, 3 0ml) ^O^^o < 9 £flBxfe&, 
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*^*7A^n^h^97^-(c#L, (1:1, 
it) Mgflfr£>3- [5- (4-7;Vtn7x^;v) - 4 ->f yttVS V A>] -f 
5 us*ls-l-*—sU (2. 4 8g, Jf3t^8 7%) SrSaifi»ttfti: LT#fc 0 NMR(C 
DCl3>5: 1.38(1H, br s), 1. 82-2. 02 (2H, ra), 2. 70-2. 84 (2H, m), 3. 64-3. 80 (2H, 
m), 7. 10-7. 26 (2H, m), 7. 64-7. 80 (2H, m), 8.2K1H, s)„ 
5 9 

•ruvWi&^f-fl, (3. 3 8g) ©f!>7kKn77y (4 0ml) W&fc, A 
10 itftT^y^A (6 0%. ftfites 7 7 0mg) *OtJ*^»^lz:iin^.fc. 10» 
4-^cn^f;l/-5- (2, 4 -v^/U^a :7m~;u) ^ y^f" 
y-yt- (2. 2 0 g) ©rf7t Kn77V (4 0ml) jgjjfrfc 0 lCT?iRT U £ 

^/vettWLfc 0 BHfc^A'JBfcaMBft* »S*£6»Jfcttffll (40ml) 

15 ^ (eomi) cDSs-awMu 8i$Bgin«ys«tfc. rj£$b&*&«HSu 

^f)ffiSLX3- [5- (2, 4-v>7;Vta7s^) -4-> fy^^MJ-yy 
/V] 7°D^i©|fe7°!JXA| (2. 10g, 42^8 7%) £#fc 0 Ml2 
5-12 6°C 0 
20 «#J6 0 

3- [5- (4-MJ7^tp^f^7i=;v) -4 — r y^u-yy/Ki y^ 

tf^fR (2. 20g) ©^/-yP (50ml) J&ffClfttiER (1ml) SrJPji, 

lnsraanjRs&iELfc. astou:***^, ^aLfc3- 

[5- {A-\-y7fr*uj.3-;V7z.~/U) -4 — f ytf* W V ?V\ /Bk't^ 
25 »^^KO|&fi (1. 7 0g, HZ^7 4%) £5&Lfc 0 Sfft^^/U-^^f-^ 
f$££ U y ^|4#fc, jft£ fi 8 ~ G 9 °C 0 

M0iJ6 1 
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3- [5- (2, 4-i?yA>*uy*-M yat°^ 

(1. 25g) Q)*9S—JV (40ml) JgffilC&BEffi (1ml) Sr^fflx % 1 
«*DfBIiifcLfc 0 EfciB^ttSrfcS&U *ffflbfc»fiS:6 

5 ^> (1:1, #»Jfc) .^rf-^fel? 

jf^fC, 3- [5- (2, 4-v?7/^D7x^) -4— fy^^JJ/U] 
7Pk-ty^^Oi67!JXAS (1. 15g, JJPP8 7%) ftSfc. jB£4 
0~4llC 0 
2 

10 3- [5- (4- MJ 7;i/to^f;V7i^/P) -4— Y y^f-yD/v] 7p 
f^V^ 5vU (1. 40g) Off7k Kn77^ (80ml) ^k^k 
S?^ yzff-fVTjVXs. 7A (1. OM^HV^i, 10. 3ml) ^O'CT-^o 

Lr*fwufc^*«r5iRu mm^^-^y-^frbim&Lx 3- [5- (4 

15 - h y ^yv^-p^^/^^^/i/) -4— f y^f-yy/v] 7°o^-i-t- ;v 

(9 70mg, JK^7 6%) Sr#feffK^«b LT#fc„ jgb& 8 5 ~ 8 6 U 
3SJfc0l6 3 

3- [5- (2, 4-5?7/^a7x=^) - 4 — Y y^^i^y U /p] 7*nfi 
^m^^/V (1. 05g) ©fl-7tF077y (30ml) Mtcl. 7k*fc3M 
20 yT'f/i/T;!/-;-^ (1. OM^fy^f, 8. 7 m 1) ^0 < Ct^o< 9 t 

WLfc. sHfe^^sa, t&?n^&*-e?fcrSK ^ (M g so 4 ) & % fttebfc. ^ 

1, MHO *WW*»b3- [5- (2, 4-^7^n7i=;V) -4— Ty^ 
25 WHA'] ya^^-l-^--^ (6 4 0mg, i|Ji§£6 8%) Sr^fittOtlfei L 
T#7c,, NMR(CDC1 0 ) 5 : l.29(1H, br s), 1. 75-1. 95(2H, tn), 2. 55-2. 65 (2H, m), 3. 
6-3. 75 (2H, m), 6.9-7.i(2H, ra), 7. 5-7. 65 (1H, m), 8.25(lH, s)„ 
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H^0!l6 4 

vny^if^ (1 0. 1 g) (DT-byt (6 0ml) jjc 

mfc-fhV$J» (6 0%, 2. 2 9g) SrOtT^tiP^fCe 10^ 

tlffci, 4-i>op^f;V-5- (5-^nn-2-fi-;l') jVir*^/ 
5 — /M6. 70g) ©f b7U*o77y (60ml) ^OtfffiTU il 

^-ettttjbfc. wm^frmzm&m. mmmzsmmm. (somi) &£&m 

m (12 0ml) O^^fc^U 8B#^P^MLfCo RJS^-S* £}§*8 U 

10 LT3- [5- (5-^oo-2-fi^) -4--f y^-^yy/H rfn VOsr 
>m<DM&7}) (4. 9 5g, Jft^6 7%) £#/t 0 it^Cl 3 8~1 3 9TC 0 

HJS0i[6 5 

3- [5- (5-?pn-2-fi=M -4 — f y^f-yy )V\ -fv\Zitl/ 
m (2. 20 g) Oj>9J—JV (5 0ml) (1ml) fc^X, 1 B$ 

15 fflUnSkSftLfc. KJS»£4&«:»I6U a&<& BWi^^T?ttW U 

fc. ifcS^^vHltt, t&fi (MgSOj a^bfc 0 mWs&i/DirV'/v 

*7A^P-7F^77^HC#U M^^—^rf-^ (1:3, lift) ?gffi 
£flri>fe3- [5- (5-^acr-2-^-/U) - 4 y 5}-=¥iJ-y U /t/J tT 
*ym*?-fr<D&& (3. 8 0g, JR$8 6%) v^^ai— 5vu — 

6 

3- [5- (5-?oo-2-fx=;v) _4-> f y^-^>/JJ^U] /BftV 
Bft^^ (3. 1 0 g) ©fh7t KP77> (8 Om 1) y 
7?-A'TA'%~VJ* (1. 5MF^xyi^, 17ml) * Otf^o < & £ flflx. 

t- a mm^^mx mo^mx-vm*, <M g soj »«Lfc 0 

Sr-^P ^y;v*7A^P7 h^97-r— icftU HSfcx^vi'-^aMJ-^ (i : i, 
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mm&) mmm*h3- [5- (5-^pa-2-fxs/n 

•t'p^^-i-^-^ ( 2 . 0 2g, Hr^7 3%) Irifett^i lT#fc„ 

NMR(CDC1 3 ) 8 : 1.41(1H, br t, J=5 Hz), 1.8-2.0<2H, m), 2.73(2H, t, J=8 Hz), 3. 

73 (2H, td, J=6, 5 Hz), 6.98(1H, d, J=4 Hz), 7.29(1H, d, J=4 Hz), 8. 17 (1H, 
5 s) 0 

mmm 6 7 

3- [5- (2,4-^pp7i-;p) -4 — r y^f-yp/Ki ypftyi 

ji^/U (2. O 0 g) ©fh7t Kn77> (3 Oml ) 

5vt'TA'$^'7^ (1. OM^t^, 15ml) 3rOtT**$>o< t> <bJBx.fc 
10 ft, g}Btl*Ii^il€fc„ RJfcS£*»$r*ifi»K:8i^ HtxfMfiWtfc,, 

s^tai^Jitt, laip^fcKT^, (M g so 4 ) « v »»ut„ »e«b*^ 

!J*^7A^Pvh/77^[u#U M^^-^^rf-^ (2 : 1, 
It) ®mgp2^3- [5- (2,4-^DD7i^) -4-^yt*t/!)A'] 
7*o/<y-l-^ (1. 6 7g, tl?9 2%) *ilfe»ltt*iL"C»fc. NMR(C 
15 DCl^S: 1.20-1. 32 (1H, br t), 1. 70-1. 88 (2H, m), 2. 44-2. 60 (2H, m), 3.56-3.70 
(2H, m), 7. 35-7. 39 (2H, m), 7. 53-7. 57 (1H, m), 8.27(1H, s)„ 
MMM 6 8 

3- [5- (3,4-^db7i^/H -4 — f y^-^/ >J 7"ca h'^^M 
(1. 63g) ©7h7t Kn77> (2 5ml) 
20 ^/VT/W$~<7A (1. OM^rf->^, 13ml) & 0 Tre^o < !? iiPxfc 
M-eil*raa^S-fffc. Rj£;»'&4&«rtf1&Rfc^€f* Bf«^^v--efflWUfc B 

la^ift, ffiflteitoRisfeiSK (Mgsoj Mufc„ mmmziy 

y*^7A^ovF^77^HCftU ^H^/V-^f-^ (2:1, 
Ifc) Jgffi«W»&3- [5- (3,4-^nn7x=;l/) - 4 y^f-y* U A/| 
25 -7v^-\-Jr-)V (1. 5 3g, JK*9 7%) SrSifefeS t LT#t. RBfcc 

^6S0il6 9 
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5- (2,4-^na7x=;V) - 4 --f JJ ;M * 7 -/U ( 5 . 15 

g) ©M*xy (10 0ml) iSWK, Q°CX'mt^^ (2. 00ml) 

5 0 4 ) £ x i»fh7KKD77y (10 0ml) fcJgflfU 

R$fcr.5vu (5. 8 9g) N T^Uffl^y *A (6 0%, 1. 4 5g) fcj; 

0'rF7th'P77>' (5 0ml) (Dfe&mz 0WMx.1tfc* 0°CX'11$m. M 

jvxMMLtc wm^^mft. mrttisfr-eim. (M g soj ^ mmi^ 

10 It, M^y*^7A^n-7F^77^HJ:#U S^^^-^f-^ 
(1:3, flit) J8ffiSW»fc, »fe»tt*4r^fc. #fcfrfc^*MMk 6$£ 
(5 0ml) *S«ttJWit (50ml) ©»^*b* 5 «FlBI3BifiLfc„ 50SM£$1 
£MU «eftfc*SrJB^.fc. #&frfcfcfci8ift*<5»U 3- [5- (2,4- 

•^pp7i-;w) -4— f y^-^yy/i'] 7"pw^ (3. 8 5 g , 

15 2 %) &#fc 0 Tir b ^-^^^feSitefi Lfc ffik£ 1 0 6 ~ 1 0 7^. 
Hffiff! 7 0 

5- (3, 4-v^p p^*-;P) -4 — ( y V su? ? /—;l> (6. 50 

g ) ©b/U3i>- (10 0ml) jgjftfc, 0 ! C-C*ll{bf-^-=/l' (3. Oml) S:»T 

20 |«xf;l/ti(tlLfc 0 BSft^^Srt, teSte&fc-CjfegK « (Mg so 

4 ) SIBLfc. »^fh7k Kb77> (1 0 0ml) fc»flfU "^D^ 
Sfcc?-*, (8. 5 3g) „ *3frfc?- h y 17 A (6 0% jfi& % 2. 0 1 g) *J«fctf 
Th7tKn77y (50ml) O^-g-t/K 0 °C^Dx:7c^, OtJ-eHSBB* $eV^ 

25 X-ttWLfc BSfct^vWlWu ^^7k-Cgfe#. fgflg (MgSOj ft, tKlfc. 
ag^^ yy^^/^^i^^P-r h ^7 7* -left U gftg^yU— xdr-#-^ 
(1:3, #Sfifc) SfWSUa^, M?ffl^^#fc 0 #*>ih,fc*ifeilMfcfc, 
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Mm (50ml) iSZTfflSt (50ml) ©jB^ftfr 5«fBB3iaEt&. SEM 
£**6U M*tok*An*.fc. #6>*ifc*SfedfiSr5JRU 3- [5- (3,4- 
*?#ua7x=.fr) y^-tyV^l /nlftVl (5. 9 6g, 4X^7 

8%) £#fc„ T-feh^-^f-^feffilSfitfc. M17 1~17 21C 0 
5 gMffl 7 1 



3- [5- (4-7;^o7x=/V) -4->T y^-^rf- /])/!'] /Pft>i 
(3. 68g) N M (0. 05ml) &&XI*9 S—fls (100ml) tf>&£ 
*j*4l$IHSiELfc 0 SJCS^-*Sr»»L. »«*tojc*fll5U WSIai^TfiiiiW. 

bfc D »Bk*^jB», iafp^fekT-sfc^ nm (Mgsoj Mut 0 

10 ^•/PWvA^nv Yi?z>~7 U ^^/l/-^^r^^ (1 : 4, 

^«Jfc) ^WSP/5^3- [5- (4-7/^P7i^) -4— f 
;V] ^PK"^^^^ (3. 5 0g, J|R^9 0%) feiWt tTf fc. N 

MR(CDCl3)5: 2.65(2H, t, J=7.4Hz), 2.98(2H, t, J=7.4Hz), 3. 69 (3H, s), 7.1 
2-7.28(2H, m), 7. 64-7. 78 (2H, m), 8.22(1H, s)„ 

i6 $mm 7 2 

3- [5- (2,4-^ao7i^) -4— i y^f-yy^] ypn:°^->^ 

(3. 00 g) „ (0. 1ml) *3itJt^>/— /U (5 0ml) ©1^^: 

4B*iH3BHfitLfc. KJ^zg^trML. nmm^^m^ Bm^/^miuLtz. 
mm^^Mix ffia£M*reftfr. ^i(M g so 4 ) asfcfcf 

20 U*W7A^n-rh^77^-t#U g^^^k-^-b-V (1:4, £® 
J*) ^ttig|5^P>3- [5- (2,4-^PP7x^) -A-jyttV/VA'l 
y°a hf^lM^ (2. 9 6g, ItZ^9 4%) LT#/c„ NMR(CDC 

1 3 ) 5 : 2. 46-2. 58 (2H, m), 2. 71-2. 81 (2H, m), 3.66(3H, s), 7. 35-7. 42 (2H, m), 7. 
54-7. 58 (1H, m), 8.28(1H, s) c . 

25 ^JS#tJ 7 3 

3- [5- (3,4-^pp7x^) -4— f y^-^rf-yp/V'] 7°P 
(3. 2 0gKJftM(0. lml) fciW?/-;V(50iDl) 
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4 wrasse l*: q R*sa^**«jeu mmm^*M7L, »»xf^mLfc. 
ft»cc^stt % ^si^^Kr'gfe^ r& (M g so 4 ) w»Lfc. n^m^y 

!)*W7A^P-7f^77>fH:#U ffiM^/l'-^y-y (1 : 4, ^ 
it) mitti$frb3- [5- (3,4-^on7ss^) - 4 — f y^lJ-yy ^] 
5 -fuYf^y^^/U (3. 2 6g, W9 7%) ^fe^<bLT#fc 0 
^-^f-V^e»S^bfc 0 §^7 4-7 5^ 
7 4 

5- C3, s-^pp?*^) -4— f y^-^yy/M^y-/^ (6. o 

6g) Oh/UcnV (10 0ml) Jgifcfc, CCr^k^-^ (2. 7ml) tr?S 
10 TLfct> £fflT?3B$lfflj5»#i&tf;fc c jstfSiiafcJ&MU MfclciBBifiW** 
MX.* tf&=-7-/v~(*ibm Lfc„ tfSkxfvuJBtt, ifrfo&t*-etfc#\ (MgS 
OJ «*BLfc. »S:7F7tFn77y (10 0ml) fc:»fl¥U vny 
j^v^^vu (7. 9 6 g) % TK^b-^hy (6 0%, $14, 1. 9 5g)*5ct 
^7f7tKP77^ (5 0ml) 0>jBfi«K: 0 "CTSOP 0 tT* 1 B$ B>1 ft 

yUT*»WLfc 0 BSfcc^vHBtt. fiSrfdfcicTfaafK (M g S0 4 ) ^ ML 
(1:3, ») MB£M>£>> #£2v£&&i*:f#i&K 

mm (50mi) *s j: xmm. ( 5 0 m 1 ) <n>m&m?t 5 mr&mm hit. fcmm&m 

20 »S*fc*&;blijfcfc, j|5>^*fefeiSr5fiU 3- [5- (3, 5 

-^co7i-^) - 4 --fy ^-drl^-yyyV] T"dW^| (5. 9 6g, JRafS 
8 4%) £#fc 0 r-feh^-^f-V^bffitSiabfc. ^14 3~14 4t. 
7 5 

3- [5- o, 5-^dp7*^) -4— < y^i^-yy/H /nifty 

25 K (3. 50g) , WffRBtt (0. 1ml) (1 00ml) <DU£ 

m*4%?mmffiLfr Q B^^siu »«ibir-*«:anx., ftuft^^^w 

Lfc„ tf#*?vHitt, fi&jBrfafoKT?^, t^fe (MgS0 4 ) ^ s WtLfc, 
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»*i/JA^*7^ovh^77-f-fc#U ^^^/u-^drf-^ (1:3, 

£s»jfc) »wsp*»b3- [5- (3,-5-^bb7i5^) 

JJ/U] yoWyi/f^ (3. 4 9g, (Jl*9 9%) LT#fc 0 
NMRCCDCl^S: 2. 62-2. 72 (2H, m), 2. 92-3. 02 (2H, m), 3.70(3H, s), 7.45(lH, t, J 
5 =1.8 Hz), 7.60 (1H, d, J=1.8Hz), 8.24(1H, s) Q 

3- [5- (3, 5-^OP7i=/V) -4 — (yttWyM 7"oWy 
R^/V (2. 2 5 g) (DT ^7t KP77^ (3 0ml) ^fc, %Mfc*M V 
-fJ-frTjl'S-trA (1. OM^^t>jgi, 2 0ml) & Ott^o < 19 ilPx. 

it a mm^T^mti, ma-km&xmft, <M g so 4 ) sieufco 
Sri/y ^^^7^^0-7 b?77j-\ztfu mm^f-^-^-f-is (2 : 1, 

^ffi»b3- [5- (3, 5-^PP7i^;H -4— f y^f-y 
y/p] 7n/<y-i-*-/i' (l. 6 5g, ifc^8l%) bX#fc 0 
15 MR(CDCl3) 5: 1. 83-2. 00 (2H, m), 2. 72-2. 86 (2H, m), 3. 68-3. 80 (2H, m), 7.43(1H, 
t, J=l.8Hz), 7.64(2H, d, J=1.8Hz), 8.24QH, s) 0 

5- (3, 4-i?yju#v7^=-M -4--^ y^drf-yyyvy Z (4. 

8 0g) Oh;Uxy (10 0ml) 0°CX'Mi^^-=- (2. 5ml) 

@^^^v-C^mUfc 0 B^fe^^ltt, fiftAttDfcTifci^ (Mg 
SOJ ttNSLfc. ^©Srxh^fc Kn7?y (10 0ml) K##U * rD 
^i^^/U (7. 2.6 g) „ jJcSHfrj-fy** (6 0%, 1. 7 9 g) ft 

itfx h7 1 KP77^ (5 0ml) <»m&% K 0 VX'M 7Lti'&, O'Ct'lffl, 

^yu-cttiWLfc. mm^^mtt, mnim^xm^ fei(Mgso 4 ) 

Lfc atfft&s'y ^y/^7A^p? h^^^^-jcftu p^^-^ij- 
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^d:3, mat) mmm^b. tr#fc„ &biitcm&$ivtya. em 

•^mm (5 0ml) *5iM (5 0ml) 5 @|I1S Lfc„ ^StB^ 

ft**«U 3SS1fct*«rJP*.fc. #&*tfc«S&IS*«r6JSU 3- [5- (3, 
4-^^^cz^^^/U) -4-4 y^f-yy/U] 7°ntf^-^ (4. 9 8g, 

3U 

7 8 

3- [5- (3, 4-i>7^tn7i^/i') -4-^ytWP;v] /p^ 
(3. 4 5 g) „ (0. 1ml) As (10 0ml) ©i 

10 £4fc&4P3flJJgitLfc. SJ&ia^ftSrftKfU 8Settfc7k*Jn;fc, fti«*^"e*fl 

tULt as^^en, uffliAitoicT?^ »(M g so 4 ) t, mmL-ft a & 
3, mwt) ^m^?j3- [5- (3, 4-v ? ^/v#p7cc=/p) -4 — ry#- 

drlJ-y>J/k] 7aW|^;V (3. 5 6g,W9 8W Sr&StftilMKfcfc L 
15 T^fcc NMlUCDCl^fi: 2. 60-2. 71 (2H, m), 2. 92-3. 03 (2H, m), 3.69(3H, s), 7.22- 
7. 65 (3H, m), 8.23(1H, s)„ 

mmm 1 9 

3- [5- (3, 4-^*7 )VjrvL7 x.=.>V) -4-4 y^-dff-yp/U] T'pW 
^g^^vu (2. 2 0 g) co-r F7tFP75y (3 0m 1 ) i§?£i:: s ftBfcVJ 
20 Vzff-JVTfV^^^ (1. OM^^ff-^^, 2 Om 1 ) £ OTCT-^o < 9 i^H 

Lfc„ B«:n?vHgH\ fflxitmfcT*fflt^ Wk (MgS0 4 ) 8U «ttbfc 0 
Wv'!l*^*7A^B-7h^77^HlftL, fj^cfvl— ^U-V (2 : 1, 
W^ifc) ^HJgBd^3- [5- (3, 4-^7/^0 71^) -4-"fyt^rt 
25 7°aX^-l-^— A- (1. 8 8g, W9 5%) Sr*ifiifttt*i: LT# 

?>.„ MR(CnCl,)5: 1.38(1H, br s), 1 . 82-2. 00 (2H, m), 2. 72-2. 84 (2H, m), 3.66-3. 
82 (2H, m), 7. 21-7. 38 (1H, m), 7. 44-7. 66 (2H, m), 8.22(1H, s) D 
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&tttil8 0 

5- u-^v^y^^) -4-^ y^-^yy/v^^y-yv (6. 5 6 g ) 

©h^xy (10 0ml) WK, O'C-ell'ft;^-^ (3. 3m 1) IriTU 

5 ^^/u-etttts ufc 0 mk^^mi-i, &fn&fck-?sfe*t\ ism (M g so 4 ) 
gut i^t kp77> uoomi) k^jwu vc^xf 

/M9. 5 6g) . 7kmft-fYl)VJ» (6 0%, iffitt, 2. 3 5 g) SSit/x f7 
kFa77> (50ml) ©MIc 0 t^X-fc^ OttlW, $cV^ ^ 

10 Lfc„ &fii&ifi*T*«&8K ftH (MgS0 4 ) ^Lfc„ 

MyUii^yA^D? hi/y^-lrflU gf^c^vv-^f-^ (1:3, 

w ^wgp^&>, mmimi*m^ nbth-ttm&mvtm, emittm (5 0 

ml) &£Vmm (5 0ml) OU^i 5 SWLfc, K^H^^IgU 
E^^TK^Pxt ^kftfc^fe^fc^U 3- [5- (4-^hD7xx 

is ;v) - 4 — f y ^-dr^-y y 7*0 ( 6 . 1 9 g , w 7 9 %) £#7t„ 

Tirh^-^^V^bftiS&lLfc. il204~205U 
HJSM8 1 

3- [5- (4-=hn7x-^) -4-^y^-^y'y/V] ^nW^I (5. 
2 8g) . 9&8St (0. 1ml) i5iW^y-^ (10 0ml) <Z>jg£*& 4 B£ 

20 fMil^L-^o 5^21£*£i^iSU a^fczK^n^ iixf/^tt(Ulfco m 

m^j^mn, mft-mfrx-mt-, ftfe (m 8 so 4 ) & n siiu. ^@fe=iri/y 

*^7A^avf^77^-|:{>fU SK^-^-^^f-^ (l : 3, 
It) ®mm*h3- [5- (4--fn7i=;v) -4— fy^-^f-^y/U] T'p 
¥*ym/T/U (5. 4 5g, IR^9 8%) &Sft£l£[gii: LT#fc Blfccfvw- 
25 ^f-V^b^^tfCo iH^l 1 8-1 1 9V a 

mmme 2 

3- [5- (4-xhn7ix;k) -4— ry^f-yy/kl y°a^v^^^ 
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)V ( 1 . 6 0 g) ©Th7tKP77y (2 0ml) Mfc. **fl5SM y^A- 
T/t^^A <l. OM^^^^fS, 2 0ml) & O'C^o < «? iAn^fcffe s 

gfitiwtiwfc, sjsa^*a:*ifiSii-a^ g^n^ur-ttttiL*:. m 
m^j^mn, mi^m^vm^. wk (M g so 4 ) ^ aeftfrfp 

5 *^7A^P-7f^77>f^ftU gj^c^/V-^f-^ (2 : 1, «ft 

it) ^m^e>3- [5- (4-->p7*=;v) -4— ry^-^f-v y/u] ^p 

(1. 3 6 g, ifc^9 5%) frfcfif&ft £ L*C#fc. ftftai^ 
Lfc„ P^i 1 3 2 ~ 1 3 3 tJ. 

3»J8 3 

10 5- (4-^u*^3i— yl/) -4->f y^-^UVyyi/^^Z-yV (7. 55g) 

©h/H* (50ml) CC^te^-A- (3. 3ml) Sr^TLfc^. 

iw-ttwift, mm^^m^. muikm&x-m^ %m (M g so 4 ) m 

ftbfc. M^7h7th'P77V (10 0ml) fc*8fl|U -^P^RSfcE^ 
15 (9. 5 8g) , **flj^hy«?A (6 0%, ffltt. 2. 3 6g) ^Wf7t 
KP77^ (5 0ml) ©^WcOt^Pxfc^ $eV^T x MU 

fc. sn^^/mii, fi^firiHfcicTaa^, (Mgsoj anfeufc. ass* 

fti/p*^*7Vnvb^57-f-t#U (1 : 3, 

20 mm) m\mfrt>, m&m^m^f^ &htiitm&m&VB. emmmm (so 
mi) ssxxmm (5 0mi) ©ja^-fes: 6i*waaEL&o Ej&s^tt&ftiBu 

ae*HE*fcflll*.fco #fe^fcHfeJ|gfiS:>5®U 3- [5- (4-^^*7^^ . 
/W) -4—fy^f-yy^] /nW^I (6. 18 g( J&^7 0%) £#fc c 

BHSfccfvi' ■*-9-^36>6>S«§ftLfc. Rk£l 6 4~1 6 5*C 0 

25 Hifi0(l8 4 

3- [5- (4-ya*7^-;w) -4->rytWj/i'] /n^yl (5. 
OOg), MSI (0. 1ml) £±0^/-^ (10 0ml) ©Jg-&#*4Bf 
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ra«L-& 0 g^^iSL, nmyo^Mzmx., mt^^x-Hnuvtc. & 
m^^mn. miUMjkx^im, &m (M g so 4 ) mrn^t^ mmm*^y 

tfyVi^fryA^P-r h^y^—ScfaU mWt*-^-^**)-^ (1 : 3, 

it) [5- (4-^0*7*=/!/) -4->f y^-=¥f-yy^] y"a 

5 fcr^-^»^^ (5. 0 3g, W9 6%) UT#fc„ 
UlSffil 8 5 

3- [5- (4-^P^7i^;v) -4— I'y^-^f-'/y/V'] /nlft^f 
;V (4. 0 6g) Orl>7tKn77y (3 0ml) TkMih'JJ y^fjV 

10 TA^ = t7A (1. OM^drfyit, 3 0ml) £ OtT*«>o < Q <t J[J;Lfc&, 

Sl-ciWtaiffc, JsCjfc»64fo*lfr!&»fc:ifetf, Siif^ttWLto @^ 

fi&SBlAifc!kt?ft^, ' ftfift (MgS0 4 ) ^f§Lfc 0 VI? 
UfjVXlyWxi-? Vify-y-i — Kfl-L, fB£3^/u-~3MM-' (2 : 1, 
Jfc) ^tfcl^P^b 3 — [5- (4-^^*731—^) -4— f Zfv 
15 z-?^- 1 (3. 5 8g, IRS*9 7%) &&&^ifl£ LT#fc 0 BtSfccfSfl/ 

lfc£7 2-7 3U 

Hi£#iJ 8 6 

5- (3-^nu yu) -4— < y^f-yy^y^y — ^ (6. sog) 

ffl^iy (10 0ml) iSBRU:. O^CT'ii'fb^^^ (3. 6ml) SrSTLfc 

«i^p-cttyiUfc 0 Bfifeai^/uJBttH ^f^feK"Cz5fe^, fflk (M g so 4 ) 
ftlgLfc. j|gfe5:ff7tKn77y (100ml) fcl8#U ^n^lgv^f- 
/V (10. 38g) , fcmit-t V 5 *A (6 0%, 2. 5 6g) 

7tFP77y (5 0mi) ©s^iitowai^fct, cct? i«FBa. ttv^-c, 

lilU, SBfcnfvvgtts fifMHfckT?ftSK ftft(MgS0 4 )«, JRKLfc. » 

158 



WO 02/40458 



PCT/JP01/10001 



(50ml) *3 XXmM (50ml) 5 tifWMffi Ltc 0 K&W&&*9k 

16 U »««fK:*SrJH^fc- #&*bfcfclfefei*r5fcU 3- [5- 
^*=^V) -4— fy^-^rf-yy^v] yntft>l (5. 95g, W7 3°/o) Sr 
5 nit 0 T± h V-^^^feSI&iS Lfc„ H^110~1111C„ 
7 

3- [5- (3-^ob7x=;H - 4 --f yttW V M ^u^^M (3. 
1 0 g) x mUSt (0. 1ml) *SX.1f**S—A< (100ml) 4^ 
fHSSiLfc. Rj&»£4fe**ieu »B*fc*fcb!l:*-, i^xf;vtitULfc 0 gfc 
10 Mfct^vvJBfi.. fflftAabfc^asiK S£M (M g so 4 ) «IBLfc. afif4S»ft^9 

it) ^Wlfl5^b3- [5- (3-^DP7i^) -4-^y^-drf-y!J^] 
f^-^R^t^/U (3. 0 6 g, JR4E9 3%) fcJSfeflMMfefc UT#fc. 1MR(CDC1 3 ) 
5: 2.59-2. 71 (2H, m), 2. 93-3. 05 (2H, m), 3.69(3H, s), 7. 36-7. 50 (2H, m), 7.5 
15 4-7.65(lH, m), 7. 69-7. 73(1H, m), 8.23UH, s) a 

mm 8 8 

3- [5- (3-^PP7*^) -4—ry^f-yy/^] /Pfc't^f 
^ (2. 50g) ®7h7t KB75y (3 0ml) xkSRifc^'f y^/V 

T^5 = !>^ (1. 0M^drt«, 25ml) *> O'CT'^o < 5 £ JP&fcfiL 

i^n^TKr^^, (M g so 4 ) »»ufc 9 

^*7A^O-7>^77^H:#U ^^x.-T)V-^^ (2 : 1, $ft 

it) j&wi»3&>&3- [5- (3-^ca7*=/i/) -4— f y^-^yy^] -?u 

^V-\-isr-lV (2. 3 8g, 4X^9 5%) %m&miRy>>t LXU±o NMR(CDCl3) 
25 5: 1. 39 (1H, br s), 1. 84-2. 00 (2H, m), 2. 72-2. 86 (2H, m), 3. 66-3. 80 (2H, m), 7. 
38-7. 49 (2H, ra), 7. 56-7. 68 (1 H, m), 7. 70-7. 77 (1H, m), 8.23(1H, s) 0 
MMffl 8 9 
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(7. 9 0g) ©kn^^ (15 0ml) ®»Efc % 0°CX*m\tf-*-^ (4. 

omi) s^Tifti MT3«*^m^fc 0 R&iB£4fe**»u aeftt 

5 ftft (MgS0 4 ) ft, ftJBUfc. il^Th7tKP77V (2 0 0ml) fc* 
ffU ■^P^KS^fvl' (11. 55g) , TkStft^MJ !7A (6 0%. 2. 
8 5g) *JJ;t/r hy fc KP77^ (5 0ml) ©JS^{CO t CT^Dx.fcft, OV 

ft, Hf^5"-/Ut?ttW Lfc„ BSIa^/Ujgtt, ^^Tk-C-gfc^ 5ai(MgSO 
10 4 ) f£, «»Lfc. MI:v'!)*y/^7A^?h/77^H:MU BfflU*?- 
^3rjhV (1:3, *«lt) #feja,fc*feift 
:R*K 6S^!6ife (50ml) SSitfSS (50ml) 5 BtHBSSE tfc„ 

SJ&»£ttfc*8U 3S94&fc*&*H;fcfc. #fe;|xfc*Sftfci&&3IfcL* 3- [5 

- (i, 3-<*i/*s&tty*-/u-5 — r/u) -4 — ry^-y-yy /ki 

15 ySt(7. 3 6g, W7 8%) £r#fc„ h^-^f-J^bSfeSiLfc. ill 
lil5 0~15lU 
«0i 9 0 

3- [5- (i, /v-5-' ('/W -4— ryw/p 

A-] /at^S (4. 1 9g) , »W (0. 1ml) £5<fctf y * V -/W (10 
20 Oml) o^tt*r4«FBBSaEUfc„ ®Sft^ftSr»IBU M*m*SriP^ ffi 
ixf/Wt'ttWlfc, Bfflfc=?vl'SH\ ^Sl^feKT*gfc^ ^ (MgS0 4 ) ft, 

*c^S (1:3, #KJfc) *W^3&»fe3- [5- (1, 3 ^y^^y-/U- 

5— r/u) -4-' f y^-^yy^] ypt°^^^-/i- (4. 2 6 g , nz^9 

25 7%) Srftfefeiifcl/rftfc. BSft^^/U-^#*^»t,SIS&Ufc„ i^8 4~ 

9 1 
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3- [5- (1, 2,--<VV^^rV—tV-^—itV) -4— < VttW V 
/U] -fn^is-^^^iV (2. 7 0 g) (D7 1 l>7tKP77V (30ml) 
KM^MyJ^frTjU^-fJ* (1- OM^^rf-V^, 2 5ml) •frO'CX'fy 

5 ^T?ttaiuyc 0 ^fp^s*^^ Wk (Mgsoj wim 

hit, &m&&isy*7fr%7&?v-?hyy7-<(--\ztfu mm^^-^*-? 

> (2 : 1, mmt) ^WIfP3&^3- [5- (1, 3— <^/V**V-/V-S- 

j/v) -4 — r y^f-yyyki ^p/^-i-*— (2. 3 3 g , uk$9 

6%) ^liLTit H^fvU- bfc„ M4 5~ 

10 46U 
^Sfe^J 9 2 

5- (3-^DP-4-7;utP7i^) ^ 

(7. Olg) (Dh/^y (10 0ml) mWi\^ 0°CXM.i\LT^r^^ (3. 5m 

(MgSOj 2tf§Lfc c gl^t^ h7t Kp77^ (10 0ml) K*£fl?U 
-rnygyif^ (9. 8 9g) „ hV t?A (6 0%, ifcft, 2. 4 3 

g) joir/ff7t KP77V (5 0mi) ©fe&ttic oic-eJnx.fcft, o°c-ei 
20 BKK^^-cttmtfc. B^»^^SI±n- fiSfMfcifcfc-easIlK ftjft (Mg SO,) ^ 
drf-^ (1:3, ^tt) «lfi»4fe«*#fc 0 nbfrfcte&Mtf;^ 

em^MB. (50mi) &&xmm. (somii ©s^«»*5i*iaa«5Ufc. kjs 

U a«ftfc*Sraix:fco »b;h/fciSfii§ft*5JfcU 3- [5- 
25 (3-^pp-4-7/^p7x=;>) -4— f y-fr^V V )V~\ •fv^isr^'W. 
(6. 6 8g, W8 0%) %f#fc„ b^-^f-^e>S^Ufc„ Ml 
18 — 11 9t u 
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«#l 9 3 

3- [5- (3-^PP-4-7;l'*P7 3 :^/V) - 4-4 VttV/D M 7° 
nt^yg? (3. 10g),it^(0. lml) MW^^/MlOOm 

i) ©&£«;5r4ii#inar«Lfc. £os»£i*fcaHtu «e«rtC7KSrara^ 

5 ^TttiHut. BHfti^flfi, fiSft£ift*-?as8K »(M g so 4 ) 

y (1 : 3, OTJt) ^WI35^^3- [5- (3-^0-4-7/^7*- 

/u) -4 — ( y^asHj-yy^] t°p t°^-v^ (3. I8 g , i&^9 7%) £ 

$g&$:t£$>i: LT#fe 0 NMR(CDC1,)6: 2. 60-2. 72 (2H, m), 2. 91-3. 03 (2H, m), 3. 
10 69 (3H, s), 7. 22-7. 33 (1H, m), 7. 52-7. 66 (lH, m), 7. 74-7. 82 (1H, m), 8.23(lH, 
s)„ 

Mfoffl 9 4 

3- [5- (3-^pn-4-7;v*a7i=;v) - 4 — f yttVy V)V\ •? 
BWVl^^ (3. OOg) WTh7t Ko77^ (2 5ml) WSL^ 
15 fliS?>fy 7*^7^5 = A (1. OM^^rfy^S, 2 5ml) Sr Otfl^o < 

T-ttttiLfc 0 ftBfcc^/Hgtt, fiftftifck^lSfeJI-, $ft (MgSOj fcffiLfc. 
M^iX!J)!7W7A^P?h/77^WU g^^yU-^-y-^ 
(2 : 1, gEBttt;) »WlaJ* J 6>3- [5- (3-!>dd-4-7^d7i^) 
20 -4-^yWy*!J/l'] T'n/^-l-;*-— A/ (2. 5 9g, Ifc*p9 5%) 

LT#7c„ NMR(CDC1 3 ) 5 : 1.40(1H, br s), 1. 82-2. 00 (2H, m), 2.70-2. 
84 (2H, m), 3. 66-3. 78 (2H, m), 7. 20-7. 32 (1H, ra), 7. 55-7. 67 (1H, m), 7.76-7.84 
(1H, m), 8.22(1H, s)„ 

mmm 9 5 

25 YPytv'xf;!, (5. 82g) ©fV7tKP77y (40ml) * 

mti-bV^^ (6 0%, l. 3 2g) 4r0 < C'dSi/r|cJp^.fc o 1 o^BBS* 
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iV (4. OOg) Ofh7kKP77V (4 0ml) SSftfcOlC-CiftTU 

^xf/i'-cttffltfco BMfctfvHifi. fttfWfclfrk-etfeHK t&m. (M g so 4 ) 

siBLfc. mtbtrejg^w (4 0mi) istxxm (6 0mi) <ou^m^ 

5 jjf U 8«PBBflUI!BBSEUfc. SJ&ii£*&»l8U »e«»c**Jp^fc 0 fcMi/fc 

3-^^v-^^-^) -4— cy^-^yy/i^] ^ok^^^M? 0 !; x.&,g, 

(2. 5 6g, W58%) £#fc„ 5 8~1 5 9*C. 

MMM 9 6 

10 3- [5- (4-^OP-3-^f;l'7x^) -4--< y^f-y 9^] 7°0 

(1. 8 0g) (D**/-/^ (5 0ml) gHftfcftttft (lml) SrAPx.^ 
l«FBtt6lfi»JtiitLfc. SJCiB^4fcSr»l6U JMMfelc***^ #rfflLfc3- 
[5- (.4-#vn-3-*?-A'y*~A') -4 — f VttW V }V\ 7*Pfty 

15 7 2 g, IR*9 1%) &#fc 0 M6 0~6 1"C o 
liJStfiJ 9 7 

3- [5- (4-^PP-3-^f^7s=;V) -4--T yttV/VA''] ~7v 
t°^-y^^;V (1. 20g) <Dxh7tKH77> (40ml) ISttfcs TKSfft 
i?<< V7?-AsTA<^~*7J* (1. OMWl^v^®, 9. 5ml) SrOlCT-^o< 
20 «? £Jn*.fctK ^rc*3B#P^#2Hffc 0 Rifcja^*lctt3ft»<*SrJiP^x 

j* (Mgsoj siLfc, mm%)Zvv*<y/i'*7J»?why77'(~-iztt 
u g^^^-^f-^ (i : i, %mit) »w»^&#e>nfcje**x 

^-^fy^f,SMtT3- [5- (4-^13 13-3-^^7^^/^) - 
25 4-W y^-^i^yy/^] T'a'O-l-;*--/!/ (7 8 0mg, 4X^7 2%) 

^ffi^ll 9 8 
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a (2. 8 9g) ©r^7t ^nyyV (4 0ml) SBRfc, 7k 

mikj~hy$& (6 0% N jftfts 6 5 5mg) &0°CT?#* ^Dxfc. 10» 
4-;?cin^f;V-5- (2, 5-^bd7x=;V) ^y^-tf-y 
-/I/ (2. 1 5 g) Orb7t Kn77> (4 Oml) OTCCi&TU 

n^/l^W Lfc 0 g^^^Hf*. MP&&3}cT-8fc*?N ®i(MgSOj 1 
HLfc„ Blf«6&£J&M (4 Oml) (6 0ml) (DUg-mmM 

u 8^mmmmmLtc 0 m&fc&yn&mmu mmm^^mx.tz 0 mbtitcm 
£8rfi*5isu «mt, mm^^frbm%i&LX3- cs- (2, 
10 n7i^) -4— r y^-^yy/p] ^ntr^aciife^pXAft (1. 35 

g, lfc*5 8%) ijfel0 3~10 4t o 

Hl§0i] 9 9 

3- [5- (2, 5-^PP7ir-^) -4 — {V^^/^JV\ 7°P fc^iX 
ft (8 0 0mg) <D^^y-/V- (3 0ml) Jg&KlBttlfe (lml) &flH*. % lflf 
15 WAifSaBIELfco eOSftS**««U »9*lc**«rS=^ ^WttltiL 

fc 0 TO^^/ugtt, i§fo«*r-a^ (M g so 4 ) mmLfc mmm 

^^y*W7A^P-7f^77-f^#U SUfcn^A'-^'SMJ-J' (l : 9, 

mmtt) mmm>h, 3- [5- (2, 5-^nn7x-/v) -4— 

yy/H 7"ntty|^f;nifeft» (5oo mg , a$6o%) i LT#t„ 

20 NMR(CDC1 3 ) 6 : 2. 5-2. 85 (4H, m), 3.66(3H, s), 7. 35-7. 5 (3H, m), 8.28(1H, s) D 

mmm 100 

5- (3, 4-i?t h^-'sy^-M ytty-yry/uj? (6. 6 

5 g ) (nyji<=o do oml) ot:-^{b^-^ (3. lml) 

25 *H;£> P^^X'ttttiLfc 0 gffikcfvMitt, fiMWfeifck-0ifc8K ft* (MgS 
0 4 ) MUt„ aSftftf b7tfB77V (10 0ml) IC»»U "^av 
(9. 1 0 g) x 7k*fb-7-h y !7i» (6 0%, fflfe 2. 2 5g)33«fc 
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Vfb7kKn77y (50ml) ©^Wc 0 o CX~m5-1t'&, 0*CT?1I$|KU U 

jux'tbmLtz, mm^^m^ ffi$r&M*x-m$. m& (M g so 4 ) ^ mmv 
5 (1:3, ®mtt) ®mufri>. m&M®&mzo &t>ntcm&®ft®, ea^ 

mk (50ml) *5£tf@^ (50ml) 5B»imLf;: 0 RflfiB£4fe 

*«»U »e*fc*SrJDit&. #6»^*fe»aS:*]RU 3- [5- (3,4- 
-4-><y^^/y/P] ^ufc^^ (7. 36g, JR* 
7 8%) £#fc 0 T-fe W-^-^-y^feSlgfiLfc,, Ml 6 9-1 7 0t o 

io ^ficaj ioi 

3- [5-' (3,4--^ h*is?*-*) -4-4 y*3cy-/V^l Zfu\£*ls 
m. (2. 5 3 g) , (0. lml) feiW^y-ZV (1 0 Oml) 

4*fc4B*nMB6Lfc. 50S®3*£}iffiU R«&fc*«r>!ni*. N BfK*^T?ttltJ 
bfc 0 Hif;Htt, fiSSJftJfcic-C^ Si(M g so 4 ) «MBbfco ^© 
15 ^^!)*^;v*7A^n-7 h^9 7-f -fctfU fr~^*?y-y (1:3, 

SSfcfc) ^Wg|5^b3- [5- (3,4-^^ h^->7*=yU) -4— tVHr*W 
y/P] /P^yl/^ (2. 5 8g, IK* 9 7%) ^MMtfC^fc. g£ 

it^fvV .^f-^fcSifeftLfc. M6 8~6 9t„ 

10 2 

20 3- [5- o, 4-v?y h^i/7*=^) -4— r y^-=¥u-yy^] Zfu\f*ls 

^y^vV (1. 70g) ©rh7t Kn77> (2 Oml) *3Rfk^>f y 

^A'TA'S^pA (1. OM^t^JS, 1 5ml) ^OlCT^o< l? ijJBx 

fc- M^^BKn fifil£ifi*"T?ftiK &J&£ (MgSOj ftttbfc. BWfe 
25 %f>Vj}7 h^77-f-fc#U Hfgfcufyi,-^-?-^ (2:1, 

&SJi) i&w«BJa»b3- [5- (3,4—yv* h#^7.n=^) -4->f y^-dff-y* 

y ;V\ ?xi*-S- 1 -^--/U ( 1 . 2 6 g , K$8 2%) Srfcfifefti LT&fc. 
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mMM 103 

^DVli'if/i' (10. 3 g) tf)-r h7t Kca^y^ (8 0ml) tK 
^k-^MJ^A (6 0% Jfttt, 2. 3 4g) *0'C-?&*fc)M%-tz. o 10^ 
5 tSUffc^ 4-^pn^f;i/-5- ( 4 - ;>< ^rt^" 7^—^) -f y^-fry— 
7V (7. OOg) ©Tf7t Kn77> (7 0ml) M£ OtTC^TU Mm.X* 

/ki?ttii±iLfc 0 gm^/wjfwu ^?p^^7Kt^, %m (Mgsoj mmL 

fc„ mg%0*6%lfei&& (50ml) *5j:«g£ (10 0ml) O^feiC^L, 

io smmmmmmLrz.. K^m^m^mmu b^k^mk., 3- [5- u- 
t^jisf-Jr? *=/i/) -4-^y^ -^f-yy^] y^t?;*-^©^^ (4. 6 

8g, M6 1%) Sr#fc 0 ^ai^-'fy/D^rc-^/V/i^S^BLTit 
Syy^^Sr#fe 0 itf^l 2 4~1 2 
Hlfe^l 10 4 

15 3- [5- (4-^^u^y^— M -4-jy**-t> n Jji'i -fwJr^m 

(3. 70g) (100ml) »iW (1ml) ^M, 1 B£ 

(4-y^/v^-7^-/v) -4--f y^ ^yy/u] t°^-V^p«^/KZ5^B% 

20 (3. 6 0g, W9 2%) £#ifc 0 gfe^5 7~5 8 < C 0 
MM&l 10 5 

3- [5- u-^^^^-^) -4— <y^f-yy^] -fxiyd^ym. 

*=f-}V (1. 6 0 g) ©fh7t Kn77> (6 0ml) SSSRC, 2M?tfkS^f yy 
^/VT^5^"7A (0. 9 5Mh/HygE 15. 2ml) £ 0 X3T?*$>o < 9 t 

wl^ ^^/uii±, ^fo^*r*^ %x& (M g so 4 ) $ % mmi-fr* n 
mmfr^y ivx v??? r-tv^-^-v-y (1 : 1, 
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[5- (4-^f/W7i=;H -4— r y^-^r-y-yy/u] ^n/^v-i-^-- 

(1. 3 6g, M9 5%) £LT#fc. §fc£ 5 4 ~ 5 5 °C„ 

HJfeGI 10 6 

5 3- [5- (4-^^^731-/1') -4->r y^f-vy^] -/n^^-i 

/U (5 0 Omg) <Dv- F7t (3 0ml) m-^ n Pj§ 

(8 7 Omg) SrOTCT^HSnxfcm. MfiT' 1 «pB836>#S-fffc. 

l&Bt (MgSOj ^Lfc 0 M»*VP*^/V*7A^n-srhj/v7-f-fc 
10 ttU 7thV-^fy (1 : 1, j&W«IJ&»&, 3- [5- (4-^^ 

(480mg, ©8 5%) &#fc 0 fl^fvU-^ y^n tf/Vrc-r/l^e>S3£ 
fa LT»i6«Mfcfc«:#&. i^U25~126^C„ 
HJSM 10 7 

15 3- [5- (4-^^v^y^-/^) -4— f y^f-yy^v] y°a^>--i 

/U (9 0 Omg) <£>Ti? h= h y /^ (2 0ml) m-^onii^S 
W (7 5 Omg) SrO'C-e^^^Px.fc^ MTfl p#BBa»*i&£;fc. SiSfi^ 

ft (MgSOj mi§L7t 0 aeteSr^y*^*7^a-rh^77>f-H:fi- 
20 U T-fe h^-^U-^ (2:1, £&Jt) &ffig|tt»£>, 3- [5- (4-^/^ 
X/l^-f^/I^^-yV) -4-^y^f-y* ^n^^-l-d-— ^©feft 

(3 9 Omg, W4 1%) £#fc D ^|xf ^-v?xf /ux-r/l'^bllfel I 
Xm&7 &#fc„ H>& 7 3 ~ 7 4 TC. 

25 5- (4-^nn-3-7;l'tn7s=;l') —4—sty*"3r J 9-'S]>jV*9J—j\' 
(7. 8 0g) (DWkoiV (15 0ml) Mfc, O'CX'&.ih?-*— (4. Om 
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(MgSOj MLfc. !g®^Th7t FB77V (150ml) fc»»U 
?ay^if;l/ (10. 9 8g) , *5Mfcrt- MJ (6 0%, ffifcfc, 2. 7 1 
g) *5<tt;Th7tKD77y (5 0ml) ©Sg-^fc 0 t)T^Px.fc#, O^CT'l 

BK^^-CttW Lfc, TO^^vJie, fifi»£*6*T»ifci& fflk (M g so 4 ) 

(1:3, mWd) #ffigpa»&, #&*b&*ife*Mfc»» 
6&£{£i? (5 0ml) 3aJ:tjqft» (5 0ml) ©»^|fc«:5l$R|Sa(tLfc u 

io m&to*9mu mmmzfczmz-Tc nbtntm&&&&z&L^ 3- [5- 

(4-^nu-3-7;M-u7x-;i/) - A-^f y^-^-f-^]} /u] -fxi^vWi 
(7. 2 0 g, 11X^7 8%) T*feh^-^*f-^3i»6>??5fe*Lfc 0 1 

39~140 < C„ 

3&fctil 10 9 

15 3- [5- (4-^no-3-7;^o7x^) — 4 — < y&^-f'J ]} JVl ~f 
nt°2|-V^ (5. 0 8g) , IW (0. lml) *5iW^;^ (100m 

^vvTfttWLfc. ftft^^vvJBfi, «&3Wfe!fcit-e*i^ (M g so 4 ) #u Wfc 
Ltc a i»v'!J*7 t ;l'*7i 1 ^n-7l-^77^-C#U BBfctfvu-^* f- 
20 ^(1:3, ^JgJt) jStlbl»^fe3- [5- (4-^DP-3-7;VtB7* = 
/U) p/P] T'n^y^f/V (5. 2 5g, W9 8%) * 

to&fel i LT^fCo g^^/U.-^rf- b ffi^RH Lfc. tt£ 5 3 ~ 5 4 *£. 
UttM 110 

3- [5- (4-^PP-3-7;^P7i^) -4 — f yttV*/ V JV\ 7 
25 nfcra-J/SMfvMS. 30g) h9tKn7?V (30ml) ** 
fc*M Vrf*f-)V7iV%^t>& (1. OM^MH-ISHK, 2 5ml) £ O^Cr^o < 
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T-«ffiLfc mst^^mti. m&£*.~e&fr, (M g so 4 ) mmhtc 0 
(2 : i, <m£tk) mmm*t>3- cs- (4-^0-3-7/^07^) 

7 s n/y-l-t-/V (2. 79g, |$9 4°/o) &ft 
5 £ LT#fc 0 Rgtec^vV-^lf £ Lfc 0 ife^ 5 1 ~ 5 2 1C. 

1 1 

3- o, 4-^do7x^h -4 — fy^f-i/y/M^y-A- (5. 5 

Og) ©h/ua^ (50ml) Mfc, OtT-ifrft^^l- (2. 5ml) 

10 ^ mm^*x*$\mvfc 0 mek^-f-^jatt. m^mykx-m^, &m (M g so 

4 ) ^mLft 0 mgyo&y byt Kn77^ (10 0ml) !^|L, 7a^| 
S*x?vU (7. 2 1 g) „ &mfc-thV$& (6 0%, 1. 7 9g) *J«ttJ< 

Th7tKn77^ (5 0ml) O'C-CJUxifc^, OfClffi, jgeV^ 

15 T-ftiffiLfc g^7vHf# % ftjft (M g so 4 ) ft, «Kfuyt. 

a»£i/y tf^io&^i^o^ h^77>f —lc#U S^^^-^^f-^ 

(i:3, &etb) »maw>e> x »&ftfcisfeiiii«ft, ess 

M (50ml) &i.Xffigt (50ml) 5«OT8ilGLfc. 
Sr«WU »Sfftfc*SrJPx.fc. #feiifc«ife!SA4-51tU 3- [3- (3, 4 
20 -^oo7x^v) -4-^y^-drf-yy/u] 7*aif^K (5. 0 9 g, W 
7 9%) T-fehV— =¥f-^^e>|f^Lfc 0 fik£ 181-182 t. 

1 1 2 

3- [3- (3, 4-&#W7x.=zjU) -4-^y^f-yy/V] ^Plf^-^ 
» (3. 0 3 g), mffik (0. 1ml) SS.fctM*/-/!' (10 0ml) 
25 ti£4B#Ff{JiIMLfc 0 K*il£***feu agfctojcfe&II;^ BHft=f"^T?ttffl 
Lfc. i^^vWPfi, «Wftie*Tfa^, ftft (MgSOj a^L^ u aw 
*^*7i.^B^h^77 -f^fcttU fflsta^yu-^ ^f->- (1:3, 
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8ffit) &Wm>hS- [3- (3, 4-^po7*^) 

y ;V] fu t°*ym/ "5- IV ( 3 . 1 5 g , 9 9 %) £ LT#fc 0 g¥ 

Bl^^-^f-^fcSJgfiLfc. ik£8 7-8 8t: o 

Uttitil 113 

5 3- [3- (3, 4-^op7*-/V) /oW^ 

^fvl' (2. 4 0 g) 07h7fc Kn77^ (3 0ml) *#fl;5^f V 
~7=}-)V7 7V*~*? & (1. OM^^rfyii, 20ml) £ OTJT'^o < 9 £ flDx 

fc. &m^*Mix mt&&k-c&»* (M g so 4 ) mmi>-t„ nmm 
io i'v^y^^/v^^Arj'n-x' h^7 7^-tc#u mm^-^-^^-y (2 : 1, 

W^Jt) i£ffi£fl^£>3- [3- (3, 4-^an7^) -4-^y^-dr-^y 
p/v] ^n^^-i-d--^ (2. 0 6g, itZ^9 5%) Sr*8fegfi i: L"C#fc 0 
B^ai^-^-9-^feffife*Lfc» |t£6 2-6 3U 
£%H 114 

15 3- (3-^oo- 4 - 7^n 7x=;w) - 4 ->f V t^ft^ U ;M ^7--^ 
(6. 6 0g) © h^xy (7 5ml) OW&it?-*^ (3. 5m 

(Mg S0 4 ) MLfc. mm&T h 7 t h'o77V (1 0 0ml) KJgflPU 
20 -^P^S^x^vu (9. 3 1g) , TkStfl^M? *A (6 0%, 2. 3 0 

g) *5j;0tfb7tKa77y (50ml) ©ja^fcOTC-CftJ^fc^ 0^1 

gtm^/ux-mm ltz 0 mm^^mtt. ^-^M^xm^, &m (m s so 4 ) a, 

25 ^r^V (1:3, gfcit) «ffiaw»e>x fctetttttt&fcfc. #&*ifc«fea&#ft* 
6iM (50ml) (50ml) 5 ftffljgft Lfc 0 KfS 

»£4&*»#u m^mc^mk-tz.,, nbtiitm&m&zzmu 3- [3- 
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(3-?tiu-4-7/\'$-V7x.—sl') -4-4 y -futfj-yi®, 
(5. 7 1g, IK^7 3%) =Sr#fc 0 T± b *-*»*Wi>b1ffi& Lfc 0 1 

40-141U 

Idfcft 115 

5 3- [3- (3-^Pa-4-7;l/to7s^V) - 4 — < y^^/" ]) /W] -f 
nlf*>m (4. 34g) , mm (0. 1ml) &£0*y * y (10 0m 

i) (D^^sr4^M»ftLfco siss-g^&^L, mmm^Tk^mx., mm^ 

^T'ttmLfc gfc^gvHff^ t&fR&fcKTgfcif-, ^(M g so 4 ) i.Si 

10 >- (1 : 3, ^Sifc) m&Ufrb3- [3- (3-^BQ-4-7^n7*= 
-4-^ y^-^f-yy^v] zfu^-yf^^f-ju (4. 3 9g, ltR^9 6%) & 

m&w&tLx&it. m^^-^-fy^hn^^o m&3 9-4 

3£5£0« 1 1 6 

3- [3- (3-^p u-4-yjvj!rxi7^~)V) -4— ry^f-yy/u] :t° 

15 ab^^y^A- (3. 5 0g) ©7f7th'P77^ (5 0ml) *I 
-ft^yy^T/US^^^ (1. OM^drf-^^^, 3 0ml) *O t Ct?^o< 

T'ttteL^ 0 mm^-f-^mti, (M g so 4 ) »«&Lfc„ 

20 (2 : 1, &8(Jfc) 3- [3- ( 3 u c - 4 -^/l^n 7*=/V) 

-4— f y^lJ-yy/^] ^B^y-l-t^ (2. 8 9g, W9 2%) 
&$:tfc$>£: LT#fc D NMR(CDCl3) 6 1.30(1H, t, J=5.2Hz), 1. 74-1. 94 (2H, m), 2.6 
2-2.74(2H, m), 3. 64-3. 76 (2H, m), 7. 18-7. 31 (1H, m), 7. 50-7. 60 (1H, m), 7.74(1 
H, dd, J=2.2, 7.0 Hz), 8.29(1H, s). 

25 £gffi0f 117 

3- (4-^oo-3-7;Vtn7x-;l') - 4 y^^f-y* JJ ;M ^ / — 
(9. 0 4g) (DY^^y (10 0ml) OXXX&fctt^-A' (4. 5m 
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1) SriTlfct, Mt?3l*ffi^#iB*fc. RJ&m£Vo*mmU M^fcfttft 

(Mg S0 4 ) W6Lfc„ SSfeSrf h7t Kn77^ (1 OOml) fcgfjffU 
■7ny^i?if;i/ (12. 7 5g) , h P (6 0%, 3. 15 

5 g) fc±U!7l>7l:K077^ (5 0ml) OT:TS!jP*.fcflU OtTl 

tHtai^-ejft a Lfc a mm^^mte, ffim&&kx~?m. &m (m 6 so 4 ) ^ n 
ansufco si^y*W7^^p-?f^77^^#u m^/u— 

=*h» (l : 3, gftfc) *ffl&#>&, *Sfe*ttft4rftfc. #e>*tfcfcfeift:Rfc, 
10 6&£&Bfc (5 0ml) fciTJTO? (50ml) OS^fc* 5 Lfc. ®& 
«WfetC***P^-fco #&Kfc*Sfefoa*5ffilU 3- [3- 
(4-^ na- 3-7^*D7s= /i-O -4 — fy^f-yp/U] 
(7. 7 2g, JR*7 2%) *m-« T± h^-^*y-^frbmMi&l'tc a 1 
4 8-1 4 9t; o 
15 £%0I| 118 

3- [3- (4-^n-3-7;l/i-c7x-;H -4 — f y^f-y" U/k] 7* 
PW^l (5. OOg) . Sfltil (0. 1ml) id£Xf* 9 J —As (100m 

^t?ttWLfc 0 ffS^^att, iS?nAi£*Ti5fc*§K ^j® (M g so 4 ) fc, 

^(1:3, '^Wc) &lti%tt>*b3- [3- (4-^^-3-7^7^ 
/L.) -4-, f y^-dff-yy/v] 7Bft^f^ (5. Olg, i{X^9 6%) 5: 

ggfflttl 119 

25 3- [3- (4-^PP-3-7/^P7i^l/) - 4 — >f y^lhy ]} /W] y 
nfty^f;V (3. 6 9 g) <D5"- h 7 t Kn77^ (30ml) t^W.\C, t|c^ 
ft^y^7^S = ?i> (1. 0M^t>«, 3 0ml) SrOTCT?*^ 

172 



WO 02/40458 



PCT/JP01/10001 



ttttfiLfc 0 jsm^^mn, mi-km^vm^ &m (M g so 4 ) »#iufc. 

(2 : 1, J&glJfc) «fW»^&3- [3- (4-?PR-3-7;^o7x^) 
5 ^n^-l -tf— /P (3. 0 6g, H|9 2%) SrJt 

^Ji^J 12 0 

3- [5- (4-y hdrv-7oi^/U) -4 — f y^iJ-yy /kl tfytym. 
(2. 7 5g) , fifiKft (0. 1ml) &Z.Tf?9 S—fr (100ml) (DM^ 

io *4«FiBia*ufc 0 Rj6»£*4r«eu ae*fc*4:ip^ ^wwtut 
fc„ a®i^/ujitt, ftstestejc-casi^ (M g so 4 ) «u mMLtz. m^m 

^^7A^O-7 F^77-f- fclftU B^^-^-t^ (1:3, 
&«*fc) *WSP3^6>3- [5- (4-^ hdr^7^=/k) -4— (V**?*!) 
A-] ynVf^-^y^/W (2. 7 6g, W9 5%) £$S£,?fc:[#fe£ L-C#fc„ NMR 
15 (CDC1,) 5 :2.58-2. 70 (2H, m), 2. 92-3. 04 (2H, m), 3.68(3H, s), 3.87(3H, s), 6.9 
6-7.06(2H, m), 7. 59-7. 69 (2H, m), 8.18(1H, s)„ 

mmm 121 

3- [5- (4-y Y^yV^rV) -4-^ytW!l*] T'pWV^ 
■ ?\fl/ (2. 50g) ©7h7tf'o77^ (20ml) l&ttfcx jfcffcfcSM y^ 
20 yV7/V5-!7i> (1. OM^^tVW, 2 0 m 1 ) £ Otn?#o < t) LMtttz.^ 

muvimmfrzm&Tc. sai^^fstcaf. as^^-eMMi bit. @p 
m^^mtt. mttt&k-rtim* (M g so 4 ) & x mmLtc 

tf^tfy^y u-v h^yw-KttU BM^/is-^-V-y (2:1, 

it) ^mSP5&^3- [5- (4-^^7i^) -4->f y*3MJ-y*p/i/i 7" 

25 P/^-l-;*— A- (2. 03 g, 11X^9 1%) ^SfeWlliLtift, NMR (CDC 
Is) 6 : 1.82-1. 98 (2H, m), 2. 70-2. 82 (2H, m), 3. 66-3. 78 (2H, m), 3. 86 (3H, s), 6. 
95-7. 06 (2H, m), 7. 62-7. 73 (2H, m), 8. 18 (1H, s)„ 
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12 2 

3- [5- (4-*?-/V7^-;)s) -4 — { y^-dp-f-^JJ/V] ^n^>i (4. 
OOgK ftffitt (2ml) fc-JW*/—/!' (8 0ml) ®££-4fofr 1 B$Ni£ijK 

' ufc Rj6i&&*sr«(Bu »e*fc**jta*.* ftR^^Tttw l*:. safc^ 

5 /i/JBtts ffiWAJfcfc-CftilK R» (MgSOj « % ftftLfc. mm&i/V*yA> 

8Btf>&3- [5- (4-^^731^) -fv\£*V&. 
^=f)V (3. 3 5 g, 9%) *M&mVt t &3k LT#/c 0 NMR(CDC1 S ) 5 : 2.41(3 

H, s), 2.63(2H, t, J=7. 5 Hz), 2.99(2H, t, J=7.5Hz), 3.68(3H, s), 7.30(2H, 
10 d, J=8 Hz), 7.59 (2H, d, J=8 Hz), 8.20(111, s) 0 
^j&jgfcj 12 3 

a ^K$**?yV (3. 55g) ©ft>7tKn77> (50ml) f^fC, 7k 
mit-l-bVVJ* (6 0% Jftfe 7 10mg) ^CCT^^I^PxfCc 1 

4-^ao/f^-5- (4, 5-^no-2-fi=//) -f y* 
15 drf-y-zt' (2. 38g) ©7h7tKP77^ (50ml) M^OtX'lTl^ 

»^^T«Sffl bfc. g^^/Hltt. fifitfttfok-cafcifK ftJft (M g so 4 ) 

SfBLfc. Zfe$fe&6g|£&& (60ml) fci^i (90ml) ©E£*tci8 
mu 8B#fg*Df?&MLfc 0 EfciS£**:»KU aB»fc*fcJn*., 3- [5- 
20 (4, 5—PPviu-2—f3L=-Ad -4-^yt^rt/D;V] lf^-y^<0^ 

(2. 0 4g, Jfc^7 9%) tf&x.>?A, -^^bff^L-T 

$Efey°y XA B ^^#fc„ K£ 1 4 2 ~ 1 4 3U 
Hff 12 4 

3- [5- (4, 5-^PP-2-f^;H -4— -f y^f-^j/H 
25 (1. 6 0g) <Dt$J—)V (3 0ml) W&XcW$kWL (lml) SriPXs 

ll$IWani»£«ELfc. BtM^ML, aeftK-*2K*Sfe|f % «.xf;K'tt 
ttJLfc Q pfiSfctfvi'JBfis fflfffcftifcjc-CftifK ££M (MgSOJ «8Lfc. a 
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7, «th) ^W^b3- [5- (4, 5-^DB-2-fi^) 

y^f-yy/K] /nwyl^f/wM (i. 3 4 g) itx^8o%) 

5 12 5 

3- 4-^/u^-d^oi^/v) -4— 'f y^f-yy/v-y^/— * 

(6. 7 9g) (Dfvl^V (5 0ml) O'C^fb^^/U (3. Om 

1) Sr»Ttfc«, M^3B*|ffljft»£Mfc.'£Ofcfi^fcMU Mfcfcffifl 

10 (MgS0 4 ) iMBbfc. «i«trh7kKn77^ (10 0ml) IC»#U 
vnyjgSJ?^ (8. llg), **fc-M*P!7A (60%, flf^ 2. 00 
g) fclOif b7tKo77^ (5 0ml) ©$g£#rtC0 , CTSbP*.fc:!g, 0°CX*1 

16 WlUft, igWvy*^7^o-7h^77^|:#U ij^fvP— ■ 
(1:3, S®ft) ®W8W»&, fcfiSMKfc&fcfc. #&*tfc«fijfttt». 
6$J@ftIfe (5 0ml) isXXfmm (5 0ml) ©»#4»S: 5«FBB»iSLft:. SlS 

ft^«b*»«u ae«bi'***px.fc 0 #fo*Lfc»fete*«:58iu 3- [3- 
(3-^n : f-4-7^p7i=^ -4 — r y^-b-yyyu] ^ptf^-vg? 

20 (6. 3 3 g, JDt*8 1%) £#fc 0 Ti? h^-^lf^&Bife&Lfc. HLft 1 
5 1~1 5 2t. 
12 6 

3- [3- (3-^B*-4-7A'tP7*^) — 4 y^^Mfy* JJ/l'] ^ 

pwy® (3. i5g),»(o. lmi) tsiw?;-^ (100m 
^vv-trttWtfco ftSfeai^^Jgtt, M^JfcfcT-gfcfr, nm (M g so 4 ) TO 

bfc„ atitiirv'y*'//^7^p-7h^77^Hc#u g^^^-^*-?- 
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^(1:3, #fcjfc) «?ffl!f|«»5>3- [3- (3-^D*-4-7;Vd"P7x=: 

yv) -4 — ( i/tt-y-yy/vi ^n^y^f^ (3. n g , 112^9 5%) * 

/ 

12 7 

5 3- [3- (.3-Zfct^-4-y^uy^^/U) -4-' f yttVS]) A*] 7 
ntf^^^/U (1. 68g) ©fh7tKn77y (20 ml) tBJRU:, tR* 
{fcvM" yttfrT (1. OM-^i^M, 15ml) SrO°CT*^o< 

t*WLft. ftg^^Jltt, »*liteiUcT?a5^, ftjft (MgSOj MUfc. 

(2:1, ^it) M^d^3- [3- (3-7'B*-4-7/l'tP7x=/l') 
-4 — I'yt^fy'y/V] 1 -tf— A, (1. 4 9g, IR^9 7%) £-$8 

£1£#I 12 8 

16 5- (3-^'ci ; t-4-7/^ni^^=/P) -4— 4 V**^/ 1 ) As* 

(6. 4 9g) £>h/I^V (10 0ml) ^fc, O'CT'^'fb^— ^ (2. 6m 

(MgSOj fft % ML*:. »tfh7t Kt375>- (10 0ml) te*#U 
20 vay^if^ (7. 6 5 g) , Tk^fb-7-M; (6 0%, 1. 8 7 

g) Mt)!7h7tKP77> (5 0ml) ©fi^feKlO , C-piq*.fc#K OtT?l 

!S»3i^T?ttfflUfc 0 HSfcc^/Hgtt, ttftAfi*^^, ftft (MgSOj $ x 

25 (1:3, £8fJfc) #fejxfc*fetttt^ 

6^5£^H (5 0ml) fcitJWSi (5 0ml) ©jg^** 5«FW3ffi«Lfc 0 £0S 
M^IIU «SfftK7k*3fln^fco #6>*tfc«l6i|g**5JSU 3- [5- 
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(3-7n^- 4-7/Kto7 - 4 ->f y^-fry* U /V] yp^^ 
(5. 06 g, W6 7%) <Sr#?h 0 Tir l> ^-^f-Vtf>&f?^iSi Lfc. Ml 

3 6~1 3 7^ 

^jffiftl 12 9 

5 3- [5- (3-/at-4-7;^P7x^) - 4 -- f y^f-j/ U )V\ 7° 
W*>m (2. 38g) , jftfigR (0. 1ml ) 33.};tfy *y -/l< (1 0 Om 

^T-ttfflbfc 0 SIS^fvWgH^ fiFfti£Jfcfc-eftiK *£M (Mgsoj ttffi 

10 >" (1 : 3, &«Jfc) ^tH^6)3- [5- (3— ^0^-4-7/^0 731= 
;\,) y^-driJ-y U/V] 7'u« yi^f;l' (2. 3 9g, 4R^9 6%) & 

NMR(CDC1,) 8 : 2. 60-2. 71 (2H, m), 2. 91-3. 03 (2H, m), 3.69 
(3H, s), 7. 18-7. 32 (1H, m), 7. 60-7. 70 (1H, m), 7.94(IH, dd, J=2. 2, 6.2 Hz), 8. 
23 (1H, s). 

15 mfaM 13 0 

3- [5- (3-ya€-4-7;^n7i^/V) - 4 -4 yttW V tV\ 7° 
o =f-fr (1. 43g) ©r h7tFP77y (20ml) fcHft K: x Tklfi 

ft^V7*f/l'7/V$ = >!'A (1. OM^^rf-^^, 10ml) lrOt;T^o< 

20 X'tttutfco bs^/usb, ffl«iA!tokt?^ (m s so 4 ) 

»^>!)*W7^^Pvh^ 7 7^|:#U SW^^-^^I^^ 

(2:1, ^ft) ^fUi^b3- C5- (3-7n*- 4-7*tB7i=^) 
-4->f 7a^y-l-t^ (1. llg, tt$8 5%) 
fej£ii<tL-C#fc„ ftK^^-^^^bSfeSil/fc. »jK5 7-5 8TC 
25 ^ffiftl 13 1 

5- (4-7i-/v7i-/u) -4-^y^f-yy/M^y— /v (7. 11 

g) (200ml) Ot^Sfl^^/V (3. 10ml) frB 
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jdjU g^^^-ettWLfco ftR^^Stt. fi»AifcJ<*C8s8K ttflfc (MgS 
0 4 ) mffiLtc. M^fF7tFP77y (1 0 0ml) fc»#U 
^v^/U (9. 07g) , *5(fft-?-hP^A, (6 0%, jfite, 2. 2 2 g) 
5 Vrh7tKn77> (50ml) ©a^lCOtJTfJP^fcfts 0X5-C1B#|^ 

^■CttfflLit. gra&x^vvJiW:, &fi]&&*T'ifc$N Si(MgS0 4 ) 

(1:3, &Wt) *Sfe»^ft*#fc. fcfcftfcMfejMfcfc* 6ft£ 

10 MM (7 0ml) 33J:t«ft» (7 0ml) Oi&frfcfc 5l$lfflSR6 Lfc. RJE»&tt 
**I6U J»fi*lc*ftiPtfc. fce>*Wfcfcfe£i&«:5J&U 3- [5- (4-7 
^=yV7*=/V) -4->f yd-*f-)/y^] /nttyt (6. 30g, 7 
6%) fflFSfeai^-^^lJ-^bffl&ftUfc. M 9 4-9 5X5. 

HJSfcl 13 2 

15 3- [5- (4-7^^V7*-;V) -4->f y^-^f-y U/W] 7"Pttyt 
(6. OOg) , (0. lml) *5it>V^y— /V (1 0 0ml) <£>iS^J 

*4vmmn,it. sfSMtSriii, Mi&takSraii*.* si^f^titaL 

Bt-gfeiTvvjgtt, &?n^£*-c-ft#\ (Mgsoj jg^Lfc. BM&i 
^">Ui7^yu*7A^P-T h^77^- f^frU BtSt^T-A'-^tf-y-* (i : 3, 
20 #flfjt) *ffl*P*»6>3- [5- (4-y^=/K7^A0 -4->fy^f-/U 
/u] T'pWy^f/P (5. 9lg, W9 4%) Srftfifcii £ LT&fc. IBft 
^T^-^D-yfrbWi&MiLfr, Ml 0 3~1 0 4X5„ 
USSfcl 13 3 

3- [5- (4-7*^7*=^) 7Pft^ 
25 fylx (1. OOg) ©7f7tKP77y (2 5ml) «^^7f 
;VTfrX~t?& (1. 0M— =¥-TJ-V^ ( 8. 0ml) Sr 0X5"C^o < B £Jnx.fc 

$k sai-eii^raa^a^fc- s^«a^tet#*a»tatf» ftii^tiujufc. 
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$m*f-Afttis fiMfcktm (Mgsoj ^ mmvit 0 

yXV/Vjjy&fxi-T h^^-fcttU m&x-J-^-^*^ (2 : 1, to 
it) ^tHgBfl=>£> 3- [5- (4-^^=yV7^=;i') -4— ^ y^f-yy^] 7" 
uj<>- (0. 6 5 6 g, K$7 2%) £&S&ltfPa£ UT#fc c @t#^ 

5 Lfc 0 M9 4~9 5t„ 

«M 13 4 

3- [5- (3-yt3^-4-^nn7i^/l') -4 y^-tf-y U /W] :/a 
Iftf-J'Bfc (2. 74g) v (0. 2ml) to&Xlt? J-fr (100ml) 

©a^ft*4l*ISI31iltLfc. B&I^^U SfirtfetoJcfcin*., ftS^/v 
10 T?«ttiLfc. »il*^yHBf± % flfflHfelfok-eftBK (MgS0 4 ) ft, a^Lfc. 

(i : 3, mmit) mmm>t>3- [5- (3-^-4-^07^1 - 
4— -I'y^dH-yy/i'] 7?^^^ (2. 22 g , W7 8%) Sriffefe 

15 mmm 135 

4 - 7 ? / '<y^*^*ygv'xf /V (0. 5 8g) , 3- (3-^^-5 

-7x=^-4--{y^W!;^) 7*pftyi (0. so g ) , l-t^p^ 

iX-lH-1, 2, 3— MJTy-vl" (0. 3 7g) ,£|l-x 

fvW-3- (3-v=^^r$7^Dlf/k) *yHj?^$K (0. 4 6g) feitJ« 
20 N, N-v^^^W/fi/UAT? K (1 5ml) ©a^»|*M"eil*ft3&*#fi-tffc, R 

^7^^P-7f^77^H^U g^^/u-^f-:/ (1:1, Mifc) 
^tB^fjN- {A-is^/um^y ^f^7i^) -3- (3-^^-5 
25 -7x^/l/-4-^ y^-^i^yy^) t°^-^T5: hMO. 87g,llX^8 
8%) 4rl^|i LX#t. BKl3i^/i'-^f->^fo¥M$i&bfc 0 SL&i 14 
— 11 5U 
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gffifll 13 6 

3 —jl fjV— 5 -7x=A"f y^-df--y-y— /U— 4 — ^fyVTKT/U-rt K (4. 9 4 
g) % Sfcn^vVJfc^jfcyBft&nTyi, (6. 5 3g) *5.fctfN, N-VtJ-fr-fcjVJ* 
(7 0ml) OtT?**^ h y !>A (6 0%, jfifct 1. 1 

Tfi*wufc. mt^A-mti, mn&i&fcx*m&. $m <M g so 4 ) & x »*bl*:, 

(1:4, ^tt;) *waJ3&»e>Stfe*ttft*»fc,, fcbftfcSteiftjRfcL 2&£& 

(5 0ml) *S.fcUWffe (5 0ml) 3fcHS*Lfc„ SfrM* 

io ftieu nmymnfc*to?Lfz a nbtiK.m&ife&zzMu (e) -3—0-^ 

f-/I/-5-7*=.yU-4 — fVttfSV/l') T^n^ygfe (4. 02g, Jfc^9 
3%) ^^^V-^dff-y^bS^Lf' 0 M17 3~17 41C 0 

Uttfll 13 7 

4-T$y^S#^^ (0. 30g) , (E) -3- 
15 at=yW-4->f y^-^-f-yy/v-) ^a-<^ (0. 3 5g) . 1-fcKn^-l 
H-l, 2, 3-^yyHI7y-^-*ft*(0. 2 7g) , mi-^- 
3- O-^^^T^y^ntT^) tf/V^vM^K (0. 3 5g) :}3<fctfN, N 
-^WyVAT? K (15ml) ©fi£*&£fi^8*j&»£fi1?fc 0 

20 ^x, ftfb£4fc*c-eftHK ^ (M g so 4 ) «*BL£. MttSr^y^^A/* 

7A? P ^h^77^Hc#u mm^^-^*y-> d:i, «a«s) ^as? 

(E) -N- (4-* Y*i-i/j3}V$^;V7^~;V) -3- ( 3 - 7< 5vW- 5 - 
7x=^-4--fy*W!)^) yn^7;F (0. 5 1 g, IR^92%) * 
«Sfi*fi*il/t#fc. Stli^-^fy^bBMLfc. j&Sl 7 4-17 
25 5t 0 

UlifeM 1 3 8 

4-75/7x=;l|H|ifA' (1. llg) , (E) —3- (3-^/1—5 
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(ytt^SVM t/n^Vgi (0. 95g) , 1-t \trt2f-is 

■ -lH-i, 2, hury—jv-jic^m. (o. 7 5 g ) , im-xf 

(S-^f^r^/P^) 5 K (0. 9 1 g) 3s£X$N, 

N-i?^fM^7$K (20ml) <DM&|l3£^fi^»#ili?fc„ 

«wr, <^i^a*-e«fc^, km* (Mgsoj ^ mm\^tc B mm^yv*^ 

SP^b (E) — N— (4-x h^^/l/^-zl/^f ;V7i=;V) -3- 

iv-s-yx.-iv-A-j ytt-g-vy*) /B^ym 4 (1. 8 2 g , «s^9 
10 7%) fc*S&tefii:L-0»fc. BHtt*^-^^^»&HHiftbfc. Ml 6 4 
-16 5^,, 
gffiffi 13 9 

4-75 y^X^/U*^*^'^^ (0. 4 3g) , (E) -3- (3-^ 
TvU- 5-y^-JU-4-^ ytt-V-yVM -fn^m (0. 50g) s 1-t 
15 Kddf-^-lH-1, 2, a-^MJT/-/!"*** (0. 38g) , IS 
l-^^yW-3- (3-^f;l-75/yn^) HAsi&'M 5 K (0. 4 5g) 
*5j;tttJ, N-vMfvUM'ArS K (1 5ml) <0fi£*£M-e»£3&»£iB-£ 

icV N T, ffijfMfejfcdc-CftifK (Mg S0 4 ) it^LfCo 
20 VU*^/v*7A^t3-^h^7^^~t''H-U SBfe 3 ^*"-^"?"^ (1:1, ^ 
ttit) ^W^b (E) -N- ( 4 - *y > f s-/U) -3- 

(3-^^-5-^01-^-4— fy^-^f-yy^) r/p^or^K (o. 71 

g, JR*8 3%) fc»ifelfe&£UC#fc. ^m^;v — .^Mf-i^&lHfeftLfc. 
Itftl 5 5-15 6^0 
25 Hi&#iJ 14 0 

(2. 9 0 g) (OT h7t KP77^ (l 0 Om 1 ) ^nyR^xfA' 

181 



WO 02/40458 



PCT/JP01/10001 



(5. 35g) , &*{k,1-hVt/J* (6 0%, Jfttt, 1. 3 0g) fcit;fh7t 
(50ml) Ojg-g-^^OWiDxfc^, 0^*1 BJIffl, ftVvf, 3S. 

gHR^^-A'jiii, fispfti*sa*-ca^, (M g so 4 ) #u ra« 

5 SrS/?*^*7A^nv h^97-f— K#U S^^^-^^rf"^ (1 : 3, 
#KHi) *WSP^&, &£SH#*&#fc. #fe;ftfc*ife*MK*K 6%££& (3 0 
ml) *3J:tfg|« (3 0ml) ©iS^ttft- 5«pBBSEfKbfc. BO£:iI£-*S«ISU 

a«'»»c*?tan^.fc. #&n&iffea&iB&5JSu 3- [3- u-hv?*** 

^f;l/7i-^) -4->f yahdff-yjJ-rt/] t°^- (2. 4 9 g, JR^7 
10 9 %) £#fc 0 BSkn^vi,-^ df-fl-^ e>#*£fH Lfc„ H!^ 173-174 U 
££0! 1 4 1 

(1. 2 l g) 5:fh7tKn77i / (50ml) £&ffiU voylv'i^ 
(1. 2 0 g) , jkmOtf-YV *A (6 0%, jfifiu 0. 2 1 g) *S«fctfr h?fc 
15 (2 0ml) ©a^ftm 0 °CX>Mx.tc'&. OfT'lHff?^ S^WC, £fi 

fc„ Sf»^/vJBH:, fSSi^fek-ei5fc^ £ft (MgSOj aMfiL*:. Mfe 
^ri/]J*^*7A^P^ h^7^>f-|C#L, fi^Sfe^^-^U-^ (1 : 3, 
Wm.) *W«A>e>, *Sfe»«»«:#fc. #feHfc«ffe»2R», (3 0 

20 ml) t5£Xf&m (3 0ml) ©fi£*&5l#|i!l«8fcbfc. fi&iS^&Rifi&U 

a«*^***n*.fc. #e>nfc*ifefeiSSr*jRu 3- [3- (4-^op7^ 

yv) -5-/^-4— fV^tyjA'] /nfc^yH (1. 2 0g, HX^9 
0%) £#fc 0 i^/-M»&SteilLfc. «MS187~188'C. 
14 2 

25 7"Pf#^tt^f^ (9. 9 5g) *5j;0!4-^PP-N-tKP^y 
-t?>#/i/#df W 5W^b!IK (9. 6 5 g) Or h 7 t Kn ~7 y > ( 1 0 0 
ml) h y x.f"fV7 % "y (l 5ml) h9t KB77y (1 0ml) 
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oj ^ m^Lit 0 mmm^iyVfi^j^v^^^^h^y^-Knu mm*- 

(1:9, *J»Jfc) £#fc D #fe^fc^feffl 

5 »Th7tFP77> (10 Oml) *§if{bvM ^ = ? 

A (1. OMA^rtyjgS, 110ml) % 0 ^CC^o < 9 irJUX-fc^ ai?3 

/wjfwu t&fpcfe^gTk-esfc^ (MgSo 4 ) «IBU «feift:R**»fc. # 
htozte&toftto&kxmtof-*-* do. omi) ©js^fttroictfa o^w 

ufc 0 mm^T/i^MiX *&o&&k-vm** $tm (M g so 4 ) &*bu 

«#?£#fc 0 #bfrfc$l&$^£:r h7t Ka77V (10 Oml) ic^?L, 
vnylv'xf/l' (2. 4 0g) , fcZHtl-VVVJ* (6 0%, fatt, 0. 4 2 
g) $JW7h7kKo77^ (2 0ml) ©K-g^fcO'CTSIm&fctK 0°CX'l 

tBHif^tililLfc, gfcgt^/WlfA, fiffcftifi*T?i5lsBK (M g so 4 ) « % 

*MJ-> (1:3, *»Jfc) SfcB*fr6»£>» *fettJK*l*#fc„ 
6%@&S (3 0ml) *5±0W» (3 0ml) 5 &fl$Kffi Lfc 

20 &£4fe£r&l6u #bftfc*i&l£ft«:5ftU 3- [3- 

(4-^an7!=;u) - 5 —zcf-*,- 4 --f y !J /v] 7°n^yi (4. 

3 3 g, IR^3 0%) £#fc„ ^ / -^b^JSfiUfc. tt^l 6 4~16 5t„ 
HJS0i 14 3 

(5. 7 6g) *5.fctf;fc3WIS-J-MJ (6 0%, «tt % 
25 0. L2g) rorh7tFP77y (60ml) fSlC, 7^!)/lt^f^ (3. 
2ml) &&fi-Ci*o< 5 fc*D*.fc„ RJ&»£#*:*ifi 
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g SO,) fc N »»Ufc. aS*S:S/!J*y/u*9A^i3^h^77-f-fc#U » 

K^^-^f-^ (i:9, *atfc) ^ttjgPd^e>iife?ft»%#fco #e>ft£& 

fejfttt*^ t Kb ^sA/T X "si&gfeM. (1. 6 8g) fciWy^n^T;^- 
(6 5ml) 6«PllBffl»5Lfc. BHfc* 

5 f^iWlfc, Bfflfe^^JB» % IS?B^feKT^ s ^ (MgSOj gu'Bfg 
U «fe»tt*Sr#fc. fc&ftfc&feiMfllk 2&£*g£te7"hy *A (2 0m 

i) teitM*/*-^ oomi) ii$raa»#iB*?fc 0 

*fck-T?*HK %Jft (MgSOj fc, MUt, #&*tfcftfefe&fc5l&U 3- 
10 [5-kKD= 3 T-v'~3-7x-^-4-'fytWJ/V] /o^yt (2. 4 
9g, JtX^3 6%) £#fc„ ^*/->wa»t>P?*N&Ut. HIl8 3~1.8 4t;„ 
14 4 

4-^rpa^f;V-5-^f;l/-3- (4 - b U ^/v-^p ^ ?7K7 ai—A') -fy 
^-^y—^ (1. 37g) ©rt>7t Ko77y (50ml) ^Sr, vay® 
15 ^^(l. 2 0g) ,*ifttMJ^A (6 0% O. 2 1g) fciV 

Xh7bh*n77> (20ml) <om^m\^ 0°CX'Mz-fzU, 0*C-C1 WpBB* *SV* 

-ettmufc,, mm^jvmi. mi-k&kx-fm, (M g soj ^ 

20 (1:3, #gflt) »ffl«flW»&, *S6tt4«fcSr#fc. ^feftfciS&fl&W, 6SB£ 
jftifc (30ml) *5ilXBBK (30ml) ©S^Sr 5B#ffl3BiftLfc. KrttfB^to 
fcftftU ^®fet7K5raix.fc„ #kftfc&fiJSi&&51RU 3- [5-^/w- 

(1. 2 5g, JK^8 4%) J -JV-^*^yft>bWfc& bfc. St^C 

25 1 3 8~13 9°C 0 
14 5 

Tirf^y^ (8. 8 8g) $3i^3->y7/l/^P^^-N-fcKP^ 
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i^yif ^./UjK^W 5 Y-iflsir p y K (11. 3 5g) ©r^7tFo77^ 

(10 0ml) h (15ml) <£>r l> 7 t Kp 7 7 V (1 

omi) £o°c-e*$>o< u ijnifc. M-e^tlffci, s«;fi^***fi 

Rxf/^^fy (1:9, $8fJt) »ffl»a»fcl«fett:R*fc#fc„ #e>tLfc«S 
ft«ltt*Off7t KB77y (10 0ml) «f»HE N 3k3*ffc5^ V ~7^-)V7)V^ 
~!7A (1. OM^^t^ft 110ml) SfOlCWo < 5 iiHitfcflL 

io x^jbb* fism*ft?k-cefc#. && (Mgso 4 ) a, aw&u M&mvt®*&it<, 

ttmiltf-*-* (5. 0ml) oM^^rO c C-e3 Oftm 

Lfco fi&siAifck'^ft^ ^ (M g so 4 ) mm^fco 

Mcm$MWfo<D'r h7t >*P77> (100ml) n 
15 (12. 20g) , 7K^k-7"hP^^ (6 0%, 3. 0 5 g) fS^rJTYy 

MYnyj^ (5 0ml) OTJT^xfc^ O^CtflB^ $c^T> ^ 

sai=^ai±, fi&»Aifcic-cijfe^» (&& (Mgso 4 ) mmv± D mm 
20 ««[tt) «ffetfttt**#fco fcfcfrfcfc&ftiWfc easifttt (so 

ml) *5J;0W» (5 0ml) ©fi^* 5 BSHSBtE Lfc 0 U 
3»Sttfc**JP^.fc 0 #bftfc*Sfiteft*53&U 3- [5-^7^-3- (3- 

hpy^tn^Wi^) —4—^ { yttf-yv^l 7"pwy| (6. 54 

g, Ifc^4 3%) £r#fc„ ^-**»bTO*bfc B ftS6 3~64U 

25 gffiftl 14 6 

^yy^/M^V (4. 4 8g) . TfyjVm^fjV (l. 8ml) % *U»7 
At-^h^VK (0. 23g) fc-.t^N, N-^f;V*M7 5 K (40m 
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r*tti±iLfc 0 mm^^mn, mm^m^xm^. vm (M g so 4 ) «l ml*. 

(1:9, #Kit) *ffi»a=>b«fe*tt*«r»fc. #^ftjSfe»tt*,-tl } n* 
5 J/;i/7 5yMfi (1. 0 0g) fc , iWy/P^i'7;i'='^ (5 0ml) <E>2i 
^•*8r6«FlB3a«Ufc. KJflSB&ttfcftiftl&fcSE^ tt»^^*tfttl«bfc. 

SfclfrfcfcfettflW!^ 2£S*lMfctf-by*A (2 0ml) fcitf^/-^ (3 

omi) ®a^«*aa-e2i$w3i>§a*fc. * Baa** t 

io &«u m&x.fflsistomLiiu Mm^f-^mtt, ^«tkt^#-, ^ (M g s 

0 4 ) ^ atlBL*:., #&*tfcfcfefeil&5JftU 3- [3, 5-??7*=^-4- 
-Yy^-^ff-yy^] ^n^Vi? (l. 9 1g, 1|R^3 3%) ni^/-^ 
a»&?|ifeBLfc. SMsU 5 2~1 5 31C 

mm 1 4 7 

15 r-febftR^^ (8. 8 8g) JJj;^2-^pn-N-t:KP^^yfy^ 
HM^aJ K (9- 6 5 g) ©^h^t h'P77> (1 0 0ml) 
h yxf-fl'T (15ml) <DT f-7t Kp77^ (10ml) ^S5r 

g^a^/UT-34W Lfc. g^^/Hltt. l§Sl^^r-ffi#-, f£j& (MgSOj «L 

^rf-^ (i : 9, mmit) aswa^feisfejfttt**^ #6>nfc*f6jft*wfc©^ 

F?t KP7?y (loomi) ^^b^y^/pr/^-^ (1. 

0M^^t>i«, 1 1 0 m 1 ) Sr 0tn?*o < 0 2jnx.fc&, MT* 3 0 $HHW» 

25 IS^«7kX-gfe^ ftjft (MgS0 4 ) ftffiU *6}fttt**#fc. 

feffllfcftfcitfliMb^ri-;^ (5. 0ml) C0^-a-t(^0 < CT'3 0^RB5i^Mfc o 
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?vMBl±, ti&a&&*rc&&* ft* (M g so 4 ) WBUfco #&*tfc«lfe»itt 

ftCf h7t (10 0ml) -7ay|^f/v (12. 20 

g) , *3R<fctf-h9*A (6 0%, 3. 0 5g) *J±r/xb7t Kn77> 

(5 0ml) <D^^CO < C-CABx.fc^ > OtrCHSIRU i^T, £fiT|**i&>£ 

T^mti, m&&xv&&* t&m (M g so 4 ) & % »»ufc. aeftsr^u*^ 

ffi*W>&. **6»JR*fc#fc. 1*&*lfc*i6»tWk 6jS3©f® (5 0ml) *5* 
tfgjigg (5 0ml) ©«^**5l*RIS«bfc. BLfcM&m&^mU »S«blcak 
10 feftnfcit. fcfe*ifc&feftiSfc6JftU 3- [3- (2-^dp7i^) -5- 
*?yu-4 — t ¥ V Zfuttistit (5. 4 0g, |$4 0W 

14 8 

3- [5- (4-/^7*^) -4— f y^-dff-^y^] /Pl^t^f 
15 /V (2. 0 0 g) h7t FP77V (5 0ml) jf&ftfM Vff-fl' 

7;V$ = 7A (0. 9 5M^^ty^i, 2 1. 5ml) Sr OtTC^o < 9 ir JPx. 
fcSL ^MT»lB#ra*^MfCo SJSM-^^M-T" f y <7A1 OTkff* (6. -5 
7g) Sriw^ 2B*figa»t»£*:«L *»*S:SB«L;fc. Sift&MU 
v-y^^V^^A^n-r TOcc^-^drih> (1 : 1, S 

20 ^ifc) ^tUgP^P>3- [5- (4 -^^7*=-^) -4->f y^UVUA'] y 0 
a/y- 1 ( 1 . 5 3 g, IR*8 6 %) frftfeftttlfe £ ITjlt, NMR(CDC 

1,) 6: 1.25-1. 35 (1H, m), 1.8-2.0 (2H, m), 2.41(3H, s), 2.7-2.85 (2H, m), 3.6 
5-3. 8 (2H, a), 7.29(2H, d, J=8 Hz), 7.62(2H, d, J=8 Hz), 8.19(1H, s)„ 

mmm 149 

25 3- [5- (4, 5-^PQ-2-fx=;/l/) - 4 — f ViC^r^S V ^1 7"o 
fc!":3j->flS;< fvU (1. 3 O g) fflfh7t KP77> (40ml) $3?$^ Tk^-ffc 
yU-ASTAs^tjJ* (0. 9 SM^f-i-l&Jft, 11. 2ml) 
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JftfflLfc. ^S^^vWitts ^fP^TkT'gfc^ (MgSG 4 ) MUfco 

(i 1, mmit) mm*?>3- [5- (4, - 

5 y^-dr-^yy^] ^n/^-l-tf-zU (l. 0 5g, 4X^8 9%) 

$Vt®lbLX%tL a NMR(CDClj)6: 1.35-1. 5 (1H, m), 1.8-2.0 (2H, m), 2.65-2.8 
(2H, m), 3.65-4.0(2H, m), 7.29(1H, s), 8. 19 (1H, s)„ 

mnm 150 

3- L5- (2, 5-^oa7i=;H -4 — ry^f-yy^] rnfty 

io (5O0mg) (Dr-hyt yvyy*y (aomi) t&&^ *3fffl35M , y 

y^-/UT^? = !>-A (1. OMh^^sWfc, 4. 2ml) &^i&T*tf>o < *) 

ffl*:n?vi4Btt, la^fcKT*^ ^ (Mgso 4 ) *8Lfc„ mmyaz-y 

y*W7-^^P-7F^77>(4^U g^^^-^f-^ (1:1, ^ 
15 it) ^FW$P^b3- [5- (2, 5-^PP7x=;V) - 4 -- f V ;t=H?-y y 

} V] •^u^-y-l-^—ZV (4 2 Omg, JR#9 3%) SrMfe?ft^i! bT#fc D N 
MR(CDC1 3 )5: 1.28(1H, t, J=5 Hz), 1.7-1.9 <2H, m), 2.5-2.6 (2H, m), 3.65(2H, 

td, J=8, 5 Hz), 7.35-7. 5(3H, m), 8.27UH, s). 
MMffl 15 1 

20 A-TX/^si/fr-fcZs-fryWJ^i-fr (O. 7 3g) , 3 - [ 5 - (4 -7 JV± 
Q7 3 :^)-4-^yW/!J;V]7 , BWyi (0. 49g) , l-bKc^r 
is-7-T-f-lH- 1, 2, (HOAT) (0. 4 0g) , 

1 3 - ( 3 - TvVT § / tf/U) #,M5 5 K (WSCI) ( 0 . 

4 5g) N-^^fMW7U' (5ml) ff)M^^M.XU^^ 

25 lift. as?i-a-^%im^^7K^t^\ mm=^^x^mhtc 0 mm^ 
=fivmn., i o%^g£#y v&imm. ms^x. mG&MTkxm*. m» (m s s 

0 4 ) Mbfc 0 #^^fc@^^^^/V-^=¥^^b^^b-CN-[4 
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- ^=c=f-)Vi^7s *y y. y x.=z.jv] - 3 - [ 5 - ( 4 - y ^^jv) - 4 - 
-fyW/y/W^Olf^T^K (0. 67g, «Z^70%) SrSSfe^yXA* 
£ LT#fc„ M 1 3 4 ~ 1 3 5U 
5g^##T : 

5 Sttft (CgjHjgFNjOjP) C, 60.00; H, 5.69; N, 6. 08 o 
USHEC C, 59.83; H, 5.52; N, 6.03 o 
HPLC^ff:!! 100% ({Rftftffl : 3 . 7 3 5 
MS (ES 1+) : 46 1 (M+H) 

NMR(CDC1 S )5: 1.23(6H, t, J = 7Hz), 2.69(2H, t, J = 7Hz), 3.0-3. 2(4H, m), 3. 
10 9-4.l(4H, m), 7. 1-7.3 (4H, m), 7. 38 (2H, d, J = 8.5Hz), 7.7-7.8(2H, m), 8.13 
(1H, br s), 8.26(1H, s)„ 

mmmi 5 2 

4 - T $ / ^V^^^yS^xf A/ (7 2. 9mg) % 3-[5-(4-hy 
^/l^P/- 9^:7^-/1-) -4 — fyt^t/!J;l']7 , Pttyi (5 7mg) N 1 
15 -fc 3^-7-71?- 1H-1, 2, 3-^ , /MJ7 , /-/l' (40mg) , 
3- (3-^^f/V75 y 7"p h°;V) #Mi?^?K (45mg) *3. 
«fctW, N-v^^f;^A7^ F (0. 3ml) ©a^tt&^ft^iftftd^a* 
fc„ ^K*BSE^lSHPLCl;:gfALtSSJS:fforN-[4-(-5?^/v*^*y 
y^/^^oi^/H- 3-[5-(4- f y7/VtP^^7x^)-4- 1 V**^ 
20 ✓ y JU] 7* n 5 K*#fc„ 

l&fi : 4 Omg (IR^7 1%) 

HP L C##f : MS 100% : 3. 8 5 8^) 

MS (ES 1+) : 5 1 1 (M+H) 

25 ^JS#J 15 3 

N - [ 4 - (-^xf /l/jii^ if; ; ^ f /V) 7 - 3 - [5- (4-^f^fi7x 

189 



WO 02/40458 



PCT/JP01/10001 



IKS : 8 0 m g (K^ : 8 2%) 

HPLC^|f:iI1 0 0 0 /o Wl: 3. 7 13^) 
MS (ES 1+) : 4 8 9 (M+H) 

NMR(CDCl3)5: 1. 23 (6H, t, J = 7Hz), 2.53(3H, s), 2.68(2H, t, J = 7Hz), 3.0-3. 
5 1(4H, m), 3. 9-4. 05 (4H, m), 7.1-7.2(2H, m), 7.3-7.4(4H, m), 7.66(2H, d, J = 
8.5Hz), 8.08 (1H, br s), 8.24(1H, s)„ 
m&ffl 15 4 

N-[4-(v J ^/^^*/^^)7^=/l']-3- [5- (2, 4-i?-7/V*U 

7^=./u) -4->fytW!J;>] T'atftyru* 

10 (Zi: 35mg (Um : 7 4%) 

HPLCM:illOO'/» (l^ffi: 3. 5 5 4^) 
MS (ES 1+) : 4 7 9 (M+H) 
%mW 15 5 

N-[4-(v'cc5 : -/i < ^;^^/^f-7P)7^=/W-3- [5- (5-^t3Q-2-f 
15 - 4 ->f y ^f-y JJ ^] tf^-^T 5 K 

JtZS : 7 1 m g (CT : 7 3%) 

HPLC##f:Mgl 00% («KH*BH : 3. 7 7 9#) 
MS (ES 1+) : 4 8 3 (M+H) 
15 6 

20 N-t4-<-^J. , ^/P*^*:/^^/V)7^=-/'V]-3- [5- (4-Ml7;^n^ 

Jfcfi : 8 2mg (iR^ : 7 8%) 
HPLC^Ir: m& 100% (^I^PbI-: 3 . 9 1 4 #) 
MS (ES 1+) : 5 2 7 (M+H) 
25 NMRttDCl,)^: 1.23(6H, t, J = 7Hz), 2.71(2H, t, J = 7Hz), 3.0-3. 1(4H, ra), 3. 
9-4.05(4H, m), 7. 1-7.2 (2H, m), 7.3-7.4(4H, m), 7.79(2H, d, J-8.5Hz), 8.29 
(1H, s) D 
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N-[4-(v i 3i^*^^y tf-My — a — [5- (3-^-4-^ 

flX* : 5 3 m g OtX^ : 4 8%) 
5 HPLC^1ff:iS99. 6 % (&fMg : 3 . 9 8 5#) 
MS (ES 1+) : 5 5 5 (M+H) ,557 
^MM 15 8 

N - [ 4 - (^xf *y ^ f ;v) 7i =;t/] - 3 - [5- (4 - j ^jv^jrzr x. 
- _ 4 _^y^-fj-yij / w] fxx^V7% K (9 8mg) , m-^ncl$ 

10 (6 0mg) x rh7tKP77^ (5ml) <D|g-&#J&£?&-e4f$[S3a>£ 

(MgSOj $tfttLfc 0 Bgft^HPLC^ilU N-[4-<v?^ 
/l^*^*://^-^)^^=/H-3- [5- (4-^f/>7;l'7^-;>7x-/l') - 

is 4 -- f v *1 ~?v t°*yr $ K£-#fc 0 

ifcs; : 1 6 m g (Jfc* : 16%) 

HPLC^:»l95. 1 % (&&B#IS : 2 . 9 0 3#) 
MS (ES 1+) : 5 0 5 (M+H) 
MMUl 5 9 

20 MMMl 5 8(Dm^X\ ^®HPLClCjoV^J:!9^^m-t-5®^b^ N-[4 

??-;\s)-7x.~SU]-3- [5- (4-^^^/V-7^^>7=: 

IR4 : 1 4mg (JK# : 1 3%) 

HPLC##r : ifi6£9 3. 0 % (fl^B^ : 3 . 16 3^) 
25 MS (ESI+) : 521 (M+H) 
^560} 16 0 

4-fc Kndf-VtT^U (lOmg) ^ 3-[5-(3-?op7s';V)-4-^ 

191 



WO 02/40458 



PCT/JP01/10001 



vtt-y-yyw-fvt^^m (2 5m g ) , wy-ngps-*/^? 

K (lOOmg) fci^np^^y (1ml) ©M?;M^LA/H 

SU 1- {3-[5-(3-^Dta7*=^)-4—<y^f-yy/l']yci^V^ 
5 -4-hT-<3^/*-yU*#fc 0 
12ft : 1 5 m g (HX^ : 4 6 %) 

HPLCM:It9 8. 1% <^MWfB : 3 . 0 8 4ft) 
MS (APCI+) : 3 3 5 (M+H) 

10 16 1 

3 -[5 -(3-^no7i= /H-4-'fyt*ty jA'l-N-^f^-N- (1 
1(2* : 3 6m g (JjX^ : 7 5%) 

HPLC^:ttl98. 9% (fiy^BB : 2. 6 9 7#) 
15 MS (APCI+) : 3 6 2 (M+H) 
ggffitil 16 2 

N- (( 3 S) - 1 -{ 3 -[ 5 - (3 -if d a 7x=;V) - 4 — f y**l-9~S9 /i/]^o 
^V-OM f^)-2, 2, 2-H)7/Vto7t h7$F 

Ifcfi : 2 2 m g (fti* : 5 3 %) 
20 HPLCM:Mg97. 5%(#8H$|B:3. 5 7 2^) 
MS (APCI+) :416 (M+H) 
£%09 16 3 

tert-y^ (3 S)-l-l3-[5-(3-i'PP7i=A')-4-'fmf/!) 
/u]7'nAV'f/l'} fc°n y v*^— S-^lofr/wV — h 
25 42* : 3 7 m g (M : 8 9%) 

HPLCft&f :Mi£9 6. 7 % (fiy^RI : 3 . 7 7 1ft) 
MS (APC I — ) : 4 1 8 (M-H) 
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mm 16 4 

4- {3-[5-(3-^nP73iciyV)-4-^yd-=3r-y-y];^]-/P^V-ryW 5 1 
^■*/u*y^ 1, l* -i?**i/Y 
JRS: 2mg (ifcJ*: 7%) 
5 H P L C##f : MM 9 5 . 8 % (&J#B#|^ : 3 . 3 0 8#) 
MS (APCI+) : 3 6 9 (M+H) 

mmm 1 6 5 

4-7^'«^/l'*^*yiv ! xf4' (3 6mg) > 3-[5-(3-^pp-4 
-7;^n7x^)-4 — f V Mrfn ttl^k (27mg) „ 1-fc 

10 Ka=3rv--7-T1f-lH-l, 2, 3-^^)7/-^ (2 0mg) , 1- 
■x?vV-3- (3-i?J?-jUT ?;^nf;l/) ^/Ud?v?>f ? K (3 0mg) jo.tO 1 
N, N-^fMM75F (0. 5ml) ©I^fe^^It*«^tl^t. 

15 p - 4 — f y ^-=¥-^y }) M - N - [4 - (if^/UTisX jJn y y gvw) 7 

/V]7p^y7^ H*»ifc. 
JRfi : 3 9mg (l|K^ : 7 9%) 

HPLC^f :M99. 5% (ffiM: 3. 8 7 5^) 
MS (ES I +) : 4 9 5 (M+H) 

20 HifcM I65i LtKT«5ft^*4^J*tfc. 

HiS^J 16 6 

3-[5-(4-7d ; &7i^/U)-4 — f y^-^ri^y y/P]-N-[4-(v : ^^ J M 
^*;^^)7x=/W7nfty7 5: K 
Jfcfl: : 3 6 m g (Ifc^ : 6 9 %) 
25 HPLC##F:fffig9 9. 6 % (fiM#l$BB : 3 . 8 9 7^) 
MS (E S T +) : 5 2 1 (M+H) , 5 2 3 
WsM 16 7 
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N-((3 S)- 1 - {3-[5-(3-^p D-4-7/^-n y ^-fr)- 

•^yy/^^a/^y-f/Wtfay v ! y-3--f/u)-2, 2, 

75 K 

I& J; : 2 6 m g ( W : 6 0%) 
5 HPLC^f :M9 9. 8%(^B#^:3. 7 64#) 
MS (ES I +) : 4 3 4 (M+H) 

mmm 1 6 s 

N-((3 S)-l-{3-[5-(4-yP ; t7 3 :=/V)-4-'fytWy/l']7'P 

/^y^/Wt 0 t3 y e/>—3--f^)-2, 2, 2- h y ^/u^-nr-tr hrs K 

10 I&4 : 3 3 m g OR* : 7 2%) 

HPLC^t:^93. 6%(&jWflJ:3. 7 6 8#) 
MS (E S I +) : 4 6 0 (M+H) ,462 

mmrn 1 6 9 

N- (( 3 S) - 1 - { 3 - [ 5 - (4 7 x.~;V) - 4 — < V -fr^V y 
15 u;</ y v?>"-3— -C/U)-2, 2, 2 - HP 7/Vto7t h75 K 
JKfl: : 2 5mg (JR^ : 7 4%) 

HPLC##f:«9 8. 3 % (&Jf B#iS : 3 . 4 8 0#) 
MS (ESI+) :40 0 (M+H) 

mmm no 

20 3 — [5-(3-y nn-4-7;l'tD7x- /!✓) — 4->f y^-y-y y /U] -N-y 

f;t/-N - ( i f /v- 4 - f^y •^-/I'j^ti if tvr 5 k byy^ng^ii 

JRft : 3 6 m g (JR^ : 6 9%) 

HPLC##f : !fffi&9 9. 7% (&m#fffl : 2. 9 1 0#) 
25 MS (ESI+) : 3 80 (M+H) 

mmw 1 7 1 

3 - [ 5 - (4 -~f u^y^^/U) - 4 — Y y ^= 3 r+>y y yv] -N- y ^/W-N- ( 1 - 
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JlXi; : 2 Omg OR* : 3 8%) 

HPLC#*f :tt£9 9. 2 % (fia#«Ffffl : 2 . 9 2 5^) 
MS (E S I +) : 4 0 6 (M+H) ,408 

5 mmw 1 7 2 

3-t5-(4-7^*b7s= i rt')-4-^ y^-^-^Vp^-N-^^yU-N-d 

- > ^-/u- 4 - tr«< y v'-ao t*p b'^-^z u* f y 7 a<j$-p HSfcE 

IKS : 2 3mg ORs£ : 4 9%) 

HPLC^:»fiS9 7. 5%(«»WW:2. 6 5 4^) 
10 MS (ESI+) : 34 6 (M+H) 
mm 17 3 

1 - {3 -[5 -(3-^ an-4-7;Vtn7i=;V)-4--f ytWU^T'n 

^^y-r/W-4-bf^y ^ 

flXft : 3 4mg OBl^ : 9 6%) 
15 HPLC^f :JK95. 5 % (&J$B#[ig : 3 . 2 5 5^) 
MS (ES 1+) : 3 5 3 (M+H) 
17 4 

1 -{3-[5-(4-^n^7^=/U)-4-^y^y-> ? y/W]-7°n^V^M-4 

20 J|Xl::llmg (UR^:2 8%) 

HPLC^$f:*fig9 8. 5 % (4M$I$|!9 : 3 . 2 6 4^) 
MS (ES 1+) : 3 7 9 (M+H) ,381 
^jB£0»J 17 5 

1 - { 3 - [ 5 - (4 -7A*tU -7 zc^-jV) - 4 — f V tf^M^JJ A-]:7°P/V >f A-} - 
25 4-f^J) vV— ^ 

HXfi: : 2 2mg OK^ : 6 8%) 

HPLC##f : ^8 9. 5% (ftftR$ffi : 2. 9 5 2#) 
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MS (ES 1+) : 3 1 9 (M+H) 
gtSffl 17 6 

1 - { 3 -[ 5 - ( 3 — ^ n D - 4 -^/U^-n - 4 -^f y^-^rlJ-y' P /V]7°P 

/< / -f M - 4 - ( 2 - 7 n J )V) if ^-9 
5 iRft : 3 2 m g : 7 5%) 

HPLC5W :tf&9 5. 9 % (fiH*l$(n : 3 . 6 34#) 
MS (ES 1+) : 4 3 2 (M+H) 
ISttftl 1 7 7 

i - {3-[5-(4-^o*7ai=/i')-4— < y^-?-yyyv]^ti^y-</H-4 

10 -(2-7i^/l/)tf^7^>- 
IE* : 4 1 m g (IR^ : 8 9 %) 

HPLC^f:ift96. 1 % (&f*B#53 : 3 . 6 3 7 ft) 
MS (E S I +) : 4 5 8 (M+H) ,460 

mmm ns 

15 1 -{3-[5-(4-7^^-a7oi=./U)-4— C y^^MJ-/ !);l']/DAV'f^)- 
IlXfl: : 2 0 m g OtZS£ : 5 0 %) 

HPLC5>*f : M*9 8. 9 % (fl*8Ffl#fi8 : 3 . 3 5 2^) 
MS (E S 1+) : 3 9 8 (M+H) 
20 Hi£#J 17 9 

1 - { 3 - [ 5 - ( 3 - y u P — 4 - -7*. ~jU) - 4 -4 V ^"^+>y V )V\ 7*P 

IRS : 4 Omg WM : 8 5%) 

HPLCM:«ff96. 6 % (#£f B#ftJ : 2 . 8 5 7^) 
25 MS (ESI+) : 3 5 2 (M+H) 
^Ettiftl 18 0 

l-{3-[5-(4-y ? D ; e^3i-^)-4— T y^-arf-yy^]^'n^V^^}-4 
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ifei; : 4 3 m g Ofr^ : 8 7 %) 

HPLC^:«?95. 7 % (&&$fil : 2 . 8 5 2^) 
MS (E S I +) : 3 7 8 (M+H) , 3 8 0 
5 %W\ L 8 1 

i-i3-[5-(4-7/vtP7i=/n-4- f y;*-=3r•*^yy/^:|y 0 ^/V^/^}- 
4-;><fv^fc p '<7^^' h !) 
IlKfi : 3 2 m g (UX$ : 7 4 %) 

HPLC^ff:iW93. 4 % : 2 . 5 7 4#) 

10 MS (ESI+) : 318 (M+H) 
%m8\ 182 • 

N' -'^vvl'— N, N-^fyUfV^T?^ (2 7mg) , 3 — [5- 
(4 - 7;^a 7 - 4 - ^ 7 tdrt / !) ;V]^a f t^i ( 2 4m g ) v 1- 
fc pindriX-T-T-^-lH-l, 2, 3-^h!J7^;V (2 0mg) , 1 
15 3 - ( 3 - ^7 ^y^n fc^/V) -tJfr&M S K ( 2 3 m g ) *5 <fc 

#n, N-^^Mm' (o. 3mi) ©&£ttfcM-e»#a»#i&i?fc. 

f;V7$/) xf;V]-3-[5-(4-7;l'tn7i^)-4 — f y y y A-] 

20 Jfcit : 4 7 m g 9 2%) 

HPLC^:«T93. 8% (^#^F^ : 2. 4 8 1 #) 
MS (APCI+) :3 9 6 (M+H) 

mmm 1 8 3 

25 N-y^- 3 -[ 5 -(4-7^P7s=;V)-4 — f yttVS 0 ^]7°n 
K 

4g& : 2 1 m g (JR^S 7 1 %) 
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HPLC»tf:««97. 9 % (&# B#PfO : 3 . 4 6 3#) 
MS (A PC 1+) : 2 9 1 (M+H) 

mm® 18 4 

N-(v^ n^^v'^ fvv)- 3-[5-(4-7/i/^-n73i=/v)-4— « fy^f- 

5 yy^/pk'tyj? K 

iRfi : 2 3mg (Jfc#*7 1%) 

HPLC^ff:|ili9 5. 2 % (fiHSHftH : 3 . 8 7 0^) 
MS (APCI+) : 3 3 1 (M+H) 

NMR(CDC1,)6: 0.8-1.8(llH, m), 2.46(2H, t, J = 7Hz), 2.95-3.K4H, m), 5.40(1 

10 H, br s), 7. 15-7. 25 (2H, m), 7.7-7.8(2H, m), 8.21(1H, s)„ 
HJI^J 18 5 

N- Wfu 3 - [ 5 - (4 7 ^=./U) - 4 — i V V JV] 

JlXfi : 2 0 m g OR* 7 3 %) 
15 HPLC^:Hg97. 0 % (fii«FI*BB : 3 . 0 3 1^) 
MS (APC 1+) : 2 7 5 (M+H) 

•mm 18 6 

N-^y^V- 3 - [5 - (4 - 7;l/tn 7x=» - 4 y t^rty D^T'n f 

20 HX4 : 2 3mg (lR^7 1%) 

HPLC^:|K95. 4%(fiM*l*ffi:3. 5 6 6#) 
MS (APC I +) : 3 2 5 (M+H) 
HiSfcl 1 8 7 

N- ( 1 , 3 ^y^^y-/V- 5 3vW) - 3 - [ 5 - ( 4 7 

25 x=;V)-4-ryW/!J;!/]^P K 
ItKS : 2 7mg (l|X^7 3%) 

HPLC^«f :3KS*9 7. 2 % (fiM^lNFlBI : 3 . 5 0 7*) 
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MS (APC 1+) : 3 6 9 (M+H) 
18 8 

3-[5-(4-7y^P7^-/U)-4-^y^-arf-y U/U] -N-(2-7^~A> 

5 JiXfi : 2 5 m g (HX^ 7 4 %) 

HPLC£#f :#6S9 8. 4% (ft&RftH : 3. 6 8 0#) 
MS (APC 1+) : 3 3 9 (M+H) 

mmm 1 8 9 

3 - [ 5 - ( 4 - 7 ^ ~/U) - 4 —4 y 9 y lV\ - N - ( 3 - 7 * 

10 c tVV) -fu ftVT ^ K 

ftft : 2 5mg (JR*7 1%) 

HPLCM:ffi98. 9 % (&3#B#fi : 3 . 8 2 2#) 
MS (APC I +) : 3 5 3 (M+H) 
3MJ 19 0 

15 N-^<^Xfc K!J;V-3-[5-(4-7/Vtn73:=;l')-4-^ }) 
mm : 2 3 m g (JR$3 5 7 %) 

HPLCM:i^98. 4% (&ffr#|SJ : 4. 0513» 
MS (APC I +) :40 1 (M+H) 
20 HS£#J 19 1 

3-[5-(4-7/^P7x^)-4-^ytW!J;V] -N-(2-/ b^v^ 
ttft : 2 lmg (JRJp7 2%) 

HPLC»|f:il99. 4 % (fi&WSIB : 2 . 9 0 4^) 
25 MS (APC I +) : 2 9 3 (M+H) 
$m&) 19 2 

3 -[5 -(4-^/V^-d 7*.=. /V)-4— Y y2h^rf-y D yW] -N-r [ 3 - (pf 
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JRSk: 2 3mg OK* 7 0%) 

HPLC^W : «Ifle9 7. 9 % («#I$I8I : 3 . 3 4 5^) 
MS (APCI+) : 3 2 3 (M+H) 
5 Hifc^J 19 3 

3-[5-(4 — 7^*n7ai=/U)-4->f y^f-yy^-N-Cx H7tFP- 

2- 77 tr^-^T 5 K 

2 lmg (JR^6 5%) 
HPLCM:«II9 8. 1% WK:3, 0 5 7^) 
10 MS (A PC 1+) : 3 1 9 (M+H) 

mm\ 194 

3- [5-(4-7/i/to7i-;u)-4-'f y^"^-^y IJyH— N— [2 — (1 H — i 

y K-/u- 3 - ;w) xf/i/] 7"n tf t ^ 7 5 K 
IRS: 3 4mg (I(X^8 9%) 
15 HPLC^ff:il99. 7 % (^F^F^ : 3 . 6 5 7#) 
MS (APCI+) : 3 7 8 (M+H) 
%Wfr \ 19 5 

N — (2 -x.'J-jVrfVL - 3 - [ 5 -(4-7^071=^) - 4 — f yttVS 
!);H7°Pfty7 5 K 
20 ]D?3::2 2mg (JtZ$7 1%) 

HPLC^:Mg98. 8 % (IM$I$BS : 3 . 5 6 6^) 
MS (APCI+) : 305 (M+H) 

mfaw 19 6 

N- (tert-y^-/P) - 3 - [ 5 - ( 4 - 7/^ a 7 - 4 — f y ;fdrlJ-y JJ A-] 

25 7"at'^-y7$ K 

JIX* : 2 3 m g OtZ^ 8 0 %) 

HPLC»*f:JfiUE9 8. 7 # (fi^M : 3 . 5 4 8#) 
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MS (APC 1+) : 2 9 1 (M+H) 

mmm 197 

N— U^i/jU- 3 - [ 5 -{A-7/\sjru7 x-=.jV) - 4 — f V^^J 3 )V~\ 

5 JlRfl: : 2 4mg (IR*7 6%) 

HPLC#Uf : iS9 6. 8%(^Nf^:3. 6 7 2^) 
MS (APC 14) : 3 1 7 (M+H) 

mmm 1 9 s 

3 - [ 5 - (4 -7;U$-u 7 ;U) - 4 — >f y tt^"/ V )V\ - N - ( 2 -7"n tf=. 
10 /U) y°o l:'^->-T 5 K 

l|5lfi::2 0mg (^7 2%) 

HPLC^:^S99. 2% «8J$«iffl:3. 0 9 2^) 
MS (APC I +) : 2 7 3 (M+H) 
19 9 

15 3-[5-(4-7;Vt'n7i-;l')-4->f y*^y* y /V]-N-[4 -( b v 
HXS : 2 8mg OR* 7 3%) 

HPLC##f : 9- 2%(fiy$B#ffi:3. 9 13^) 

MS (APC 1+) : 3 9 3 (M+H) 
20 NMR (CDClj) 6 : 2.54(2H, t, J = 7Hz), 3.04(2H, t, J = 7Hz), 4. 47 (2H, d, J = 7H 
z), 5.82(1H, brs), 7. 1-7.4 (4H, m), 7.57<2H, d, J = 8Hz), 7. 65-7. 8 (2H, m), 
8.20(1H, s)„ 

mm 200 

N-[2-(3, Kv'7i=;l')xf;p] -3-[5-(4-7^P7i- 

25 )V) Vtt-t-/ y e^-^T $ K 

IRS : 2 9mg OR* 7 3%) 

HPLC##f:fcfi^9 9. 1% («f$B#R8 : 3. 4 5 4^) 
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MS (APC 1+) : 3 9 9 (M+H) 

HffiW 201 

N - ( 3 , 3 - i>y^=-;vfu - 3 -[ 5 - (4 -y;^n y=.=yu) - 4 y 

5 flXfl: : 3 Omg 0tX#*7 0%) 

HPLCM:ilS99. 4% (*£3#l$fffl : 4. 1 7 3#) 
MS (APC I +) : 42 9 (M+H) 
HifcfRJ 2 0 2 

N-(2, 3-v>fc Kn-1H— f ^7*^-2-' fA-)-3-[5-(4-7/VtP7 
10 ^;V)-4->f y^^yp^^utf^yTS K 
JRS : 2 6mg OR* 7 5%) 

HPLC##f :#fi&9 8. 9 % (&&H£fU : 3 . 7 6 3^) 
MS (A PCI +) : 351 (M+H) 
0 3 

15 3-[5-U-y/l-^'r2y^^/U)-4-'<y^-^y]}jV]-N-(3 — f y?xii8 

$ri/y°n \f/v)7v \?HrVT % K 
: 2 4mg (J|jl*7 1%) 

HPLC^:W99. 4 % «8f£l$IH : 3 . 3 7 5^) 

MS (A PCI—) : 3 3 3 (M—H) 
20 HJfe^J 2 0 4 

3 — [5 — {A~y/v$rnyaL-}V) — A— f y^-^y y^]-N-( 2 -:#-dry- 3 
4KS : 2 5mg (JR*7 2%) 

HPLCM:«a97. 5%(&&$fg:2. 9 5 3^) 
25 MS (APCI+) : 346 (M+H) 
j(E*W2 0 5 

3-[5-(4-7;l/^n7i=;i')-4— fyW/9;V]-N-(2-7]J;^f 
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Iftft : 2 3mg (lR*7 3%) 

HPLC^:«9 9. 4%(&&B#|f:3. 3 6 4^) 
MS (APCI-) : 313 (M— H) 
5 2 0 6 

3-[5-(4-7;^P7x^)-4 — T y^-^i^y !J ^]-N-[3-(2-^-^r 
y- 1 - y zfn ycr tf^-^T 5 K 

JRfi : 2 9mg («X^8 0%) 

HPLC^:|ifift9 9. 5%(&J£B#ra:2. 8 4 7#) 
10 MS (APCI+) : 3 6 0 (M+H) 
£ffi09 2 0 7 

3-[5-(4-7^to7*=^)-4-^y*W!)^]-N-^f,«'-N-(l 

Ifcfl: : 2 4mg (ft? 6 2%) 
15 HPLC##f :M&9 9. 8%(fi^l$R0:4. 16 5^) 
MS (APCI+) : 389 (M+H) 
gtiliW 2 0 8 

N-[2 — (3, F^v'7x=;V)if;H-3-[5-(4-7Ma7i- 
yi/>— 4 — >f y^-dj-f-y U /V] - N-p» fyl/7*u tf^-^T 5 K 
20 Hi: 2 5mg (lfc?6l%) 

HP L C5>ff : MIS 9 8. 1 % (fi^Npffi) : 3 . 6 2 6#) 
MS (ESI+) :413 (M+H) 
mifa&l 2 0 9 

3-[5-(4-7A'*B7i=A')-4-'fy**ty!J/l']-N ( N-f^(2-^ 
25 h v'J^/i') 7p tra-^r 5 K 
: 2 3 m g (IR* 6 6%) 
HP.LC^:^9 9. 6% (fiMSPtfiB : 3. 3 5 3^) 
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MS (RS I +) : 3 5 1 (M+TT) 

5 J&fl;:29mg (lR^96%) 

HPLCM:i^9 9. 6 % (««f«TO : 3 . 5 6 6^) 
MS (APCI+) :3 0 3 (M+H) 

sura* 211 

4 - { 3 - [ 5 - ( 4 - 7;V3rn y ^=.jv) - 4 -W V ^--tf-y !) /V] :/n 'V - 
10 2, 6 — fvV^/Vjfr JJ > 
JKfi: : 3 1 m g 9 3%) 

HPLC^ff:|iift9 9. 7 % (fiUSRFRI : 3 . 4 2 3#) 
MS (APC I +) : 3 3 3 (M+H) 

NMR(CDC1 3 ) 5 : 1. 18 (6H, t, J = 7Hz), 2. 25-2. 4 (1H, m), 2.5-2.8(3H, m), 3. 02 (2H, 
15 t, J = 7Hz), 3.4-3.6(3H, m), 4.4-4.5(lH, m), 7. 15-7. 25 (2H, nO, 7.7-7.8(2H, 
m), 8.24(1H, s) 3 
g&0il 2 1 2 

2 -{ 3 - [ 5 - (4 -7/U*n 7 *.~JV) - 4 y^lf-y U /l/)y*n/V - 
1, 2, 3, 4-f Kn>fydr;i;y 
20 JtZft : 2 6 m g 7 5 %) 

HPLC^lT:«a99. 0% (ft^M : 3. 9 0 2#) 
MS (APC I 4-) :35 1 (M+H) 

$gsm 213 

l-{3-[5-(4-7;UtP7x=;l/)-4-^ y^-fry* y /U]yn/V 
25 4 - f ^ ]J 5? i^/U^ v-T 5 K 
Jfci; : 3 9 m g (ifc^ 9 0%) 

HPLC##f :*Hffif9 9. 5 % (fcftlSTO : 2 . 7 9 2^) 
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MS (APCI+) : 3 4 6 (M+H) 

mmm 214 

2 - ( 1 - { 3 - [ 5 - ( 4 - y/uir u -7 x. - 4 -' ( y.tt -9- "/ y ;V\ 7° P /V << 
/V} - 4 - t?^ P v>=A-) — ,u 
5 UXfi : 2 7 m g ODE* 7 7 %) 

HPLCM :«9 6. 2% (flMWH : 3. 0 8 6&) 
MS (APCI+) : 34 7 (M+H) 
HJSM2 1 5 

4 - { 3 - [ 5 - (4 -7;lo?}-n y^=.jU) - 4 VAr^"/ V As]7*U'*S j f- 
10 V y 

fefi : 2 3 m g (&* 7 2 %) 

HPLCM:J6I99. 4 % (#8H$Hfl : 3 . 4 9 6^) 
MS (APCI+) : 321 (M+H) 
mMM2 16 

15 4 —s<yi?/u- 1-{3-[5-(4 - yjv$-u y^=- /u) y ^-def-y y My* 

JRfi : 8mg 012*2 1 %) 

HPLC##r :Mffi9 9. 8 % ((fti#l*HH : 4 . 2 7 3#) 
MS (APCI+) : 3 9 3 (M+H) 
20 ^Mffl 2 17 

3-Ti? 1>T5 F-l-{3-[5-(4-y/U3-ay : z~;U)-4-'fy**rD-yV 
JtZi : 2 8mg 0K*8 0%) 

HPLC##T :M^9 9. 7% (ftt^ffi : 2. 7 7 9#) 
25 MS (APCI+) : 3 46 (M+H) 
gglfetil 2 18 

n- v'y u^^v'/t— 3 - [ 5 - (4 —yflstiru y A-) - 4 — < y ^-^y y 
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J&fi : 1 9mg (W5 8%) 

HPLC^:«ft99. 5 % (^B^ : 3 . 9 6 6^) 
MS (APCI+) .: 3 3 1 (M-fH) 
5 §|j5S0iJ 2 19 

N - ^ ^vyu- 3 - [ 5 - ( 4 - 7 )Vj>r n 7 =;V0 - 4 - y y U ^] - N - 
Ifcfi : 2 8mg »8 3%) 

HPLC##f :M*£9 9. 5 % (&f$R$R8 : 3 . 8 3 7^) 
10 MS (APCI+) : 33 9 (M+H) 

mmm 220 

N-^< WA>— N - [ 2 - h =>r TypJVi$~;V) ^x.fvV] - 3 - [ 5 - ( 4 - ~7 /P&v 

IRft : 2 5mg (ltR^6 0%) 
15 HPLCM:«9 8. 8 % (&&Bf HI! : 4 . 0 6 8^) 
MS (APCI+) : 42 5 (M+H) 
2 2 1 

N-^f-^-3-[5-(4-y/U^-py3i=/U-)-4— < y/V]-N-(2 

20 iKi: 3 4mg (4X^9 0%) 

HPLC^:«fl9 9. 5 % (ft&Nffl : 3 . 4 10^) 
MS (APC I — ) : 3 1 9 (M-H) 
W&M 2 22 

l-{3-[5-(4-7;Vtc7i^)-4-/f y^^y ]) /U] 7° p /V ^ * 

25 jv~ft\ y y 

Itlft : 4 7 m g (ifc^S 9 0 %) 

HPLC^tff : m&9 7. 0 % (G^N^I : 3 . 070#) 
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MS (A PC I +) : 3 0 5 (M+TT) 

NMR(CDCl3)5: 2.60(2H, t, J = 7Hz), 3.03(2H, t, J = 7Hz), 3. 35-3. 45 (2H, m), 
3. 55-3. 7 (6H, m), 7. 15-7. 25 (2H, m), 7.7-7.8(2H, m), 8.23(1H, s) 0 
MMM 2 2 3 

5 l-{3-[5-(4 : --7/U^ny^^;U)-4-^y^-^-t^])/U']^u^^y(M- 
3, 5-^^t"^!J^^ 
flXS:4 4mg (W9 0%) 

HPLC^ff:^S9 9. 5 % (&J$B#[ig : 4 . 0 2 9^) 
MS (A PCI +) : 331 (M+H) 
10 NMR(CDClg) 5 •" 0.7-0. 9 (6H, m), 1. 3-1.5 (1H, a), 1. 7-2.0 (2H, m), 2. 35-2. 65 (3H, 
m), 2.9-3.K3H, tn), 3.3-3.8(2H, m), 4 5-4.7(lH, m), 7. 1-7. 25 (2H, m), 7.65-7. 
8(2H, m), 8.23(1H, s)„ 
Hlfeff 2 2 4 

2-{3-[5-{A-y^ny :c .=.jV)-A--< y^t/!J^]^D/V^Hf 

15 #t Kn-fy^y y >- 

J&fi : 2 8mg (HX$7 8°/o) 

HPLC^Df:^90. 1 % (&*ffl#M : 2 . 8 6 1 #) 
MS (APCI+) : 3 5 7 (M+H) 
2 2 5 

20 4 — l-{3-[5-(4-7yU^-o7a:=/U) — 4— f 

^•y-y y /w] r b ^< y >r ;W k°-< y v 5 ^ 

Jfcfi : 3 3mg (JR^8 8%) 

HPLC^:^g9 9. 1 % (ftftftBO : 3 . 6 1 4#) 
MS (APCI+) : 3 7 5 (M+H) 
25 Wfc&k 2 2 6 

N— (2, 6-v > ^fA'7*=/l')-N-[((2 S)-l-{3-[5-(4-7;V^a7 

at - 4 - >r y ^ f - y y t°m /< / a m tr C2 y ^ - /p) y ^] r ^ > 
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flfct : 7 m g (JfeJfs 1 8 %) 

HPLCM:*SI97. 8 % (flM$B#m : 3 . 18 6^) 
MS (APCI+) : 4 22 (M+H) 
HJfcfl) 2 2 7 

5 4-(4-^p P 7 I -;i/)-i-{3-[5-(4-7/l'tP7i-/l')-4 — f y# 

^r-^ y y /p] ^"p^y /u} — 4 - f^s y >v — ^ 

IKS: : 9 m g («Z^ 2 1 %) 

HPLC^ffi:ift99. 7 % (GM^fi : 3 . 8 1 7#) 
MS (AP CI—) : 427 (M— H) 
10 MMM 2 2 8 

3~(N-T±T^-N-^.^-jUT^/)- 1 ~(3-[5-(4-7/l'tP7a:-;V) 

- 4 --r y ^-^f-i/ y M -?u ^s^M t°n y vis 

KKfi: : 1 4mg (W3 6%) 

HPLCM:iS9 7. 0% (^Rf^:3. 05 5#) 
15 MS (APCI+) : 374 (M+H) 

mmm 229 

H-{2-{xP)i : f-;vr%/)^=f-jV\-^-i5-iA--7;V^-xiy^.^jV)-A-^ V 

H2M : 3 9mg (JRSp8 9%) 
20 HPLCM:MS99. 8% (&&P#j?J : 2. 4 8 1^) 
MS (AP CI—) : 318 (M— H) 
HJSS^J 2 3 0 

N- ( 1 —<Vi?]V- 3 - t'D y i?~/U) - 3 - [ 5 -(4-7^to7i^/V) - 4 - 

^y^-drf-yy/H-N-^^/v'/pfc'^r?: k hvy^ummm. 

25 lfci;:4 9mg 0&s£9 3%) 

HPLCM : 5% (fiM$B$ffil : 2. 9 8 0#) 

MS (APCI+) :40 8 (M+H) 
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MMffl 2 3 1 

N —a^-jv- 3 - [ 5 - ( 4 - 7 )V3r Q7i — 4 y^SMJ-y !> 7k] — N- (4 

M : 4 3mg (JK^9 1%) 
5 HPLC^|r:i|iSl9 9. 5% (fiHWBB : 2. 6 3 7^) 
MS (APCI+) : 3 54 (M+H) 
^ffiM 2 3 2 

3-[5-(4-7/V*n7i=;l/)-4-^ytH/!);V]-N, N-tf^(3-f 
ij *?=^>c ?vk) t'u 5 K 2 h y 

10 Ifefi : 5 7mg (W9 0%) 

HPLCM:IW99. 7 % (#f£Bf Pffl : 2 . 19 3^) 
MS (APCI+) :417 (M+H) 

m$m 233 

1 -3i^-/u-4-{3-[5-(4-^/W^-n7^— — ( yUrtt*/ V >V]y°u 
15 /*J4 M t°-<9 W V U jft^jg 
Jfcfi: : 4 2mg 0131^9 3%) 

HPLC^t:|te99. 6% <fi8#l$|ffl:2. 4 7 3^) 
MS (APCI4) : 332 (M+II) 
ItJfc^J 2 3 4 

20 1 - (a: b ^ 5^k) - 4- {3-[5-(4 - - 4 - 

ifcg : 4 3mg 01X^8 6%) 

HPLCM:«iW99. 7% «WWII:2. 6 2 7^) 
MS (APCI+) : 3 90 (M+H) 
25 MMffl 2 3 5 

l -^<>v>/p- 4-{3-[5-(4- yjv^rvt y^=.;v) -4-4 y**-fy*V Mf 
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: 4 lmg (JR^8 0%) 
HPLC##f : M9 8. 6% Wi: 2. 8 3 4#) 
MS (A PCI +) : 3 9 4 (M+H) 
gi&092 3 6 

5 1 -{3-[5-(4-7/P^-n7oi^V)-4-'l' y^drf-y* }} JV]-f u A J ^ M - 
4 - ( 2 - tr y tv^vJy mj y/i^n B^SftttC 

ifci: : 4 7 m g 9 6 %) 

HPLC#Kf : M.^9 9- 6% (##B$W:2. 5 9 8^) 
MS (APC I +) : 381 (M+H) 
10 MMW 2 3 7 

1 -^yXt K!Jyl'-4-{3-[5-(4-7^P>'^=./l')-4 — f y^-df-f-y 
JKl: : 5 9 m g (JRJfS 9 6 %) 

HPLC^Df:«99. 2% mn^ffl : 3. 2 0 2^) 
15 MS (APCI-) : 46 8 (M-H) 
Hi60"i2 3 8 

i-{3-[5-(4-^7v^-c7^^v)-4--< y^f-yy-ykl^nvv 'f^}- 

: 4 Omg (l(Jl^8 1%) 
20 HPLCM:«^9 8. 5%(^J#^:3. 4 5 6^) 
MS (APC I +) : 3 8 0 (M+H) 
MM&\ 2 3 9 

1 - { 3 - [ 5 - (4 7 - 4 —f y^-=Srf-y JJ yV] :/p/V -I'M - 
4-(2-y b^i/^i^^^^y hy^yv^-c^ii 
25 JtZfi:4 7mg (W8 9%) 

HPLCM;«9 9. 5 % (fiy$#M : 3 . 1 4 05» 
MS (APC I +) :4 10 (M+H) 
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mmm 240 

1 - { 3 - [ 5 - ( 4 -yjvirxi 7*.=.flA -4—{ y^-^f-V V )V\ -fn^y^/v) - 
4 - ( 1 - tr-* V f J-/u) tv< y h y ^/ktPffi&gL 

iKfi : 4 8mg (W9 6%) 
5 HPLCdt:tt99. 2 % (fi*«N$|H : 2 . 5 7 8#) 
MS (APCI+) : 3 8 6 (M+H) 
IW»j2 4 1 

3 -[ 5 - (4 -y/Uj-u 7a^~/U) - 4 -J f-y* JJ yu]-N-;* fyU-N- ( 1 

10 ifcft : 4 0 m g (flX^ 9 0 %) 

HPLC^ffi:l«9 9. 4% (fii«N$(H:2. 4 9 4#) 
MS (APCI+) : 3 3 2 (M+H) 
HJ6#J 2 4 2 

N -'OS^-N - ( 1 — O"^- 3 - tf n y i^AO - 3 - [ 5 - (4 - p 

15 y'crzi^)— 4— 'f y^^r-y-y y/ui^p tr^->7 5 k hy^/v^-ng^^ia 

JlXfl: : 5 4mg 0tX^9 0%) 

HPLC^:S«S97. 0 % <&#n*|I8 : 3 . 3 7 8^) 
MS (APCI+) : 4 8 4 (M+H) 
^#§#1 2 4 3 

20 3-[5-(4-^y^n73i=/u)-4-^y^-^-y-y , y^]-N, N-b'^(2-b° 
y ^) yp tf^i/T 5 K 2 h y y/M-pTOffi: 

ftft : 4 8 m g OIX^ 8 0 %) 

HPLC^:if9 9. 0% mwmffl : 2. 6 0 6#) 
MS (APC I +) : 4 1 7 (M+H) 
25 2 4 4 

i -{3-[5-(4-^/^P7*=yv)-4-'i' y^f-y y /^Jy■p.>^V^,'^}- 
4-(2-fc Kndfi/xf;u)e^7^^ hJJ7;VtP||iI 
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UM. : 3 6mg (JR^7 9%) 

HPLC##r : fc££9 9. 6% «|:2. 3 9 0^) 
MS (APCI+) : 348 (M+H) 
^ffiM 2 4 5 

5 1-(1, /U-5— Y/l'^^)-4-{3-[5-(4-7/^ 
ifcS : 5 8mg 0W9 5%) 

HPLC£#f :Sfi&£9 8. 4 % (&3#B#I1 : 2 . 8 64#) 
10 MS (APCI+) : 4 38 (M+H) 
HJfefil 2 4 6 

1 - { 3 - [ 5 - (4 7^~/U) -4-4 Visr^-/ V /l/J^/n/V -f/W - 
4-(2-t s U ^v?^V)tf^<7v?> h V ~7)V3rvffl®&. 
){Zfi : 4 3mg (W8 6%) 
15 HPLCM:ffll99. 1%(^#^^:3. 0 5 4#) 
MS (APCI+) : 3 82 (M+H) 
ite^j2 4 7 

1 - { 3 - [ 5 -(4-7/Vto7i-/U) - 4 ->f y^ -3ft /P] 7"p/V >f /Uj - 
4-[(E)-3-7i ^/l^- 2 - rfv s<~jU] t^7i?y MJ p 
20 Jfcfi; : 4 8mg (HR^9 1%) 

HPLC^ffi:«S96. 9% (^#^^ : 3. 0 6 4#) 
MS (APCI+) :4 20 (M+H) 
^Mffl 248 

(2S)-i-{3-[5 -(4-7;vtn7x^/w) - 4 -- r y;t^f-:/ y AO^p/V 
25 t°P y v'-zuy ^) t°n y s?^ hp ;7/M-p@^i& 

JDZS : 4 4mg (i{5^9 1 %) 

HPLCM:«99. 5%(^#^:2. 701#) 
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MS (APCI+) : 3 7 2 (M+H) 
Hfife^J 2 4 9 

l - { 3 -[ 5 - (4 -yjuatu y^-/u) - 4 -4 V /^/a/V'f/W - 

4 - ( l - tr n V i?=-;u) ^ !)v?y h y 
5 IlK* : 4 4 m g OR* 9 1 %) 

HPLC*#r : M&9 9. 4 % (fitfftSIH : 2 . 5 3 0^) 
MS (APCI+) : 3 7 2 (M+H) 
HJS#J 2 5 0 

l - [3-[5-(4-7;i'to7x=/u)-4- < yja-^MJVUA'l^u/V-Y /H- 
10 4-[3-(MJ :7;M u^f;V)7i-;l/]^7^y hU^/^p^Jt 
IR* : 3 4 m g (W 6 1 %) 

HP L C*#f : 9 9 . 6 % (^RtPfSJ : 4. 2 2 9*) 
MS (APCI+) : 448 (M+H) 

nnm 251 

15 1 — (4 — T-fe^ 1 ^^ ^^/V-) — 4 — {3 — [5 — (4 — 7/^D7 ^ —As) — 4 — f V 
Ifcfi : 3 5mg (1(51^6 5%) 

HPLCM : Mitl 0 0% ({RWB3 : 3. 619*) 
MS (APCI+) : 42 2. (M+H) 
20 HJS#J 2 5 2 

l-{2~? UV7^ - 4- {3-[5-(4-7 JV^T P7s^)-4-^f y^" 
IRS : 3 7mg (IR^7 1%) 

HPLCM:Mg99. l%(«lf^:4. 17 6*) 
25 MS (APCI+) :414 (M+H) 

mmm 253 

1 - { 3 - [ 5 - (4 - y;v%-u y =-As) - 4 y 3 ju] -fa /<; 4 *A - 
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JDfctt : 5 2mg ( W 9 8%) 

HPLC^:«^99. 6 % (ftftftffi : 3 . 6 2 55M 
MS (APCI+) :410 (M+H) 

5 mmm 254 

1 - ( 3 a P - 4 -{ 3 -[ 5 - (4 -7;^n7i- /U) - 4 — ^ y;fr 

^yy^yp'-v-r/Ht^^y vvy/v^mm^. 

ttft : 2 7mg (W5 1%) 

HPLC##f :tt«98. 8 % (fiy$B#ffl : 4 . 149^) 
10 MS (APCI+) :4 14 (M+H) 
Hifef i 2 5 5 

1 - { 3 - [ 5 -(4-7^J-n7i=^) - 4 — f ytf^tf-y* U yl/] "7° o ;H - 

4-(2-y Wx-zi') ^^-y^ MJ^/^pgtifeS: 

tZS : 1 1 m g (JR^ 2 2 %) 
15 HPLC^|?:«ft97. 7 % (fi^HtM : 4 . 0 0 4#) 
MS (APCI+) : 3 94 (M+H) 

mmm 256 

1 - (2-31 x.—Jls) -4-{3-[5-(4->'/V^-ni73;-/P)-4 — f y 

20 4xS : 4 Om g (J|5t35 7 5 %) 

HPLCM:^9 9. 2%(^}#^:3. 3 3 6^) 
MS (APCI+) :4 24 (M+H) 
MMffl 2 5 7 

1 - (2-y/W^-P7ai— /P) -4-{3-[5-(4-7/VtP7i^)-4--f V 

25 ^-^rf-y y AO^p/v.-f a-} t e -<7 y> b y y^Dg^is 

JfcS: : 3 4mg (i&^fi 7%) 

HFLC#*f :*fi#9 9. 4 % (fiy^fiFK : 3 . 9 5 6#) 
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MS (APCI+) : 3 98 (M+H) 
M§M 2 5 8 

l-(4-^uo7x=;U) -4 - {3 - [5 - (4-r7/V^-c yU)-4-^ y± 

5 IKS: 2 8mg (W5 3%) 

HPLC^ff:«S99. 5% 4. 0 8 4^) 

MS (APCI+) :4 14 (M+H) 
111 2 5 9 

i - { 3 - [ 5 - ( 4 -z>)viru y ^/w) - 4 r y^f-/ y ^] t"p^v >r /w - 

10 4-(4-;rf hdrV^ai— fcV^yi^ M)7/U^-n@^^ 
JK4 : 2 4mg OK* 4 5%) 

HPLC»f:ftl99. 2% (#j$l$|S|:3. 0 8 5^) 
MS (APCI+) :4 10 (M+H) 
%W&\ 2 6 0 

15 l-(4-7/^P7i=;H -4-{3-[5-(4-7A'to7i^l')-4-^y 
^-dr-y-y y /w] 7 s p /< y ;H b? ^ y hV7 /M" p 

Ifci : 3 Om g WM 5 8 %) 

HPLC^.tMJ^O 9. 0% (4JH#$(lfl : 3 . 6 4 3#) 
MS (A PC I +) : 3 9 8 (M+H) 
20 NMR(CDC1,) S : 2.66(2H, t, J = 7Hz), 3.0-3. 1(6H, m), 3.57(2H, m, J = 5Hz), 3. 
79 (2H, m, J = 5Hz), 6.85-7.0(4H, m), 7. 15-7. 25 (2H, m), 7. 7-7.8 (2H, m), 8.25 
(1H, s) 0 

6 1 

l-(3-[5-(4-7/^n7i-^)-4-^ yttW } J /l^]7°P^V <i M - 
25 4-(3-^^7ct^;U) tT^7 5?^ f!)7;vtoSii 
: 3 2mg (616 3%) 
HPLCM:iPK8 9. 6% (tiM$$ffl:3. 5 4 5^) 
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MS (APCI+) :3 94 (M+H) 
$mW 2 6 2 

2 -^JU- l-{3-[5-(4 - 7;Vtc7x=/l') - 4 -4 V /l^n 

5 flKS : 2 7mg (J&*8 0%) 

HPLCM:«98. 9 % ({Rftl$lig : 3 . 9 16ft) 
MS (A PCI +) :331 (M+H) 

mmm 2 6 3 

l - { 3 - [ 5 - (4 -7/v*u y x.~)v) - 4 — < y**t-f*S V M7a;</ - 

10 3 - U i? >jj;U$3c*/T % K 
JKS : 3 0 m g OR* 8 6 %) 

HPLC^1ff:l6g99. 1 % (&#Sf iU : 2 . 8 6 Oft) 
MS (APCI+) : 34 6 (M+H) 
Hffitil 2 6 4 

is i-{3-[5-(4-7;u^-D7ai=/w)-4— r y^-^vyyU^o^v-f /W- 

4-71^-4-^9^/-^ 
feS : 3 2 m g (i{2* 8 2 %) 

HPLC^ff:lfit9 9. 3% (&#B#fS! : 3. 5 4 1ft) 
MS (A PCI—) : 3 9 3 (M-H) 
20 MMW 2 6 5 

4 — (4— ^P^s^-l-O- [5-(4-7;i'tP73.';v)-4-^ V^" 

3Mj-y y ~fv*j tv< y >v — A' 

JtZS : 3 7mg (i&*7 9%) 

HPLC^:|$I99. 2 % «£l£B£[f : 3 . 8 6 7ft) 
25 MS (A PC I -) : 4 7 1 (M-H) ,473 

mmrn 266 

l-(3-[5-(4-7;l/tn7x - 4 — Y V -/ y M 7 n / V /W T 
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UM : 2 5 m g 7 9 %) 

HPLC^:«g99. 0 % (««FNFW : 3 . 7 0 9^) 
MS (APC I +) : 3 1 7 (M+H) 
5 Hffiftl 2 6 7 

1 - { 3 - [ 5 - (4 - yjvirn y^/V) - 4 — i y tf-^MfV JJ ;v] fn^j 4 M r 

US. : 2 7mg (l&^8 1%) 

HPLC^ff : *B£9 9. 2% : 3. 8 8 1^) 

10 MS (APC I +) : 3 3 1 (M+H) 
2 6 8 

l-{3-[5-(4- 7^tP7x=/^ -4— f y ^-=3r-^y y )V\ 7us</4M *f 

l&i; : 3 Omg (Ifc§£8 4%) 
15 HPLC^*t:*6S9 8. 9 % (««FB#ISI : 4 . 16 6jM 
MS (APC 1 +) : 3 5 7 (M+H) 
MM® 2 6 9 

1 - { 3 - [ 5 - (4 -7JV*U y^^/U) - 4 — i y*WS V ^]7°d/V /H ~ 

20 IKS : 3 5 m g (Ifc^ 8 6 %) 

HPLC##T : $^9 8. 9 % (fiiSfNFBB : 3 . 9 2 9^) 
MS (APCI+) : 404 (M+H) 

mmm 270 

4-T-fe^/U- 1 — {3-[5-(4— 77V^-n>»rc=./V) — 4-^f V Or^S V )\s~\~f 
25 P/-«y^/U}-4— 7ai^Hf^U v*^ 
: 1 7mg 0tSi^4 1%) 
HPLC^:tt9 9. 0% (ftftftfiQ : 3. 8 9 8^) 
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MS (APCI+) : 421 (M+H) 
MMM 2 7 1 

2 -ai hdf-->^^j}?— ^- l - { 3 - [ 5 - (4 - y/u^-n y x= /v) - 4 y^-^r 

5 JlK* : 2 3 m g (JR* 6 4 %) 

HPL C##r : $sfi^ 9 8. 3 % (ftftftBQ : 3 . 6 9 3d) 
MS (APC I +) : 3 6 1 (M+H) 

mmm 272 

N-[2-(v?y f/H?;)^fA']-3-[5-(4-7/^P7i^)-4 — < V 
10 ^tJ-y V M~7u k'tyr 5 K MI 7;^-niffifcfi 
: 2 Omg (JR2*4 7%) 
HPL C##f :i^99. 9 % (&J#B#Pfl : 2 . 5 1 6 
MS (ES I +) : 3 0 6 (M+H) 
MMW 2 7 3 

15 N-[3-(v'if;l'7^y)/P fcVW]-3 -[5 -(4-7;^P7x^)- 4 — ( 

y ^f-j/ y /v] 7p tr^-^r 5K mj ^/M-n urn® 

Kfi : 3 4mg (H5UP 7 5%) 

HPLC^:it99. 8 % (##1$ B3 : 2 . 5 6 7^) 
MS (ESI+) : 3 4 8 (M+H) 
20 $ffi0I 2 7 4 

3 -[5- (4-7^P7i=;l/)- 4-'<y^-drf-V'y/W]-N-[2-(l-f-^ 
y v/=/u)xf ;v]/p bf^-y7 5 K F!)7/^PiiJ| 

(Z& : 3 4mg (JRS(S7 3%) 

HPLC^:iS9 9. 8 % (&ff BSPsI : 2 . 6 2 1^) 
25 MS (ESI+) : 34 6 (M+H) 
Hftftl 2 7 5 

3-[5-(4-^u^-n^i-;V)-4 — f yd-dMJ-yjJ yu]-N-[2 -(4 -*;U 
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IfeS: 3 3mg m&7 1 %) 

HPLCM:«99. 7 % (&J$B#RS : 2 . 4 9 9#) 
MS (ESI+) : 34 8 (M+H) 

3_[5_(4_ 7 ^D>' ; r:-^)-4-d'y^^^y>'H-N-t3-(4-^^ 
HZffc : 2 7mg (W4 5%) 

HPLC^:tt99. 7%(#Wffl:2. 2 8 2&0 
10 MS (ESI+) : 37 5 (M+H) 

NMR(CDC1 S ) 6 1.6-1. 75(2H, m) , 2.45(2H, t, J = 7Hz), 2.79(3H, s), 2.8-2.9(4H, 
m), 3.0-3.K4H, m>, 7. 35-7. 45 (2H, ra), 7. 75-7. 85 (2H, m), 8.02 (1H, br s), 8. 
52 (1H, s) 0 

msm 277 

15 3 _[ g _( 4 _ 7 ^n7x=^)-4-/fmt'/!)^-N-[3-(/W 
i&fi : 3 9mg (JR*7 8%) 

HPLC^f :«g99. 8% (»«r«fM : 2. 8 4 2#) 
MS (ES I +) : 38 2 (M+H) 
20 MMffl 2 7 8 

N _ ( x -^isftfl,- 4 - If *<9 ^=/V) - 3 - [ 5 - (4 - yjV^-u 71^^) - 4 - 
l|Xg : 3 9mg (lRf7 4%) 

HPLC^:tt9 9. 9 % (fH#*IIB : 2 . 8 6 3#) 
25 MS (E S I +) : 408 (M+H) 
|?I&#J 2 7 9 

8-t5-(4-7^P7*=A')-4^ T y^f"^ 9 ^]-N- (2, 2, 6, 6 
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Ifcfi : 2 3mg (4g$4 8%) 

HPLC^:«10 0% (Mffl: 2. 5 6 1^) 
MS (E S I +) : 3 7 4 (M+H) 
5 NMR(CDClj) 5 : 1. 25-1. 4(12H, m), 1.7-1. 9 (2H, m), 2.43(2H, t, J = 7Hz), 2.86(2 
H, t, J = 7Hz), 3. 55-3. 65 (2H, m), 4.0-4.K1H, m), 7. 35-7. 45 (2H, m), 7.7-7.8 
(1H, in), 7.75-7.85(2H, ra), 7. 95-8. 05(1H, m), 8.51(1H, s), 8.5-8.6 (1H, m) 0 
mtfa&i 2 8 0 

N — (2-T—9 S^sls) - 3 - [ 5 - (4 - -yjV^-u 7 - 4 -J Vttlt^ 

io 9Mzfu \?Or-yT% K MJ y/i^numi; 
ijRfi : 3 5 m g (ife* 7 6 %) 

HPLCM:ISS99. 7% : 3 . 0 0 2^) 

MS (E S I +) : 3 5 4 (M+H) 

mmm 2 8 1 

15 3 - [ 5 - (4 7 ^-/V-) - 4 -- f y ^-driJ-y y /V-]-N- ( 2 - fcf D v^/P- 

HKi: 2 7mg 01X^6 2%) 

HPLC^:|)ffi99. 9% (fii«?l*W:2. 4 9 7#) 
MS (ES I +) : 3 2 6 (M+H) 
20 %W$\ 2 8 2 

3 - [ 5 - ( 4 — 7sU#a 7 3L^/U) - 4 — >f y y 9 /R|-N- [ 2 - ( 4 - tf U 

Ifcfi : 3 2mg (IR*7 2%) 

HPLC##f : MS9 9. 9% «ft«?Wp|B : 2. 4 5 4») 
25 MS (ESI+) : 340 (M+H) 
2 8 3 

3-[5-(4-7^B7*=^)-4 — f ytWU/^-N-tS-d — f 5 
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ft* : 3 lmg (W6 8%) 

HPLC##f:«£9 9. 9 % (ffijf 0#li : 2 . 4 9 6^) 
MS (ES I +) : 3 4 3 (M+H) 
5 W&m 2 8 4 

N-[ 2 - (i?-f y^P If/VT 5 y - 3 -[ 5 -(4-7^07^) - 4 

J&* : 3 3mg (ltX^6 9%) 

HPLC^Iff : J»B^9 9. 8% (ftftNFffi : 2. 7 3 3 ft) 
10 MS (ESI+) : 3 62 (M+H) 
2 8 5 

N- [ 3 - ?vW7 5/)-2, n fcM - 3 - [ 5 - ( 4 - 7;V$r 

J& ft : 32. lmg (I[2^ 7 0 %) 
15 HPLCM:MI99. 9 % (&ftB#Pfl : 2 . 5 70#) 
MS (E S I +) : 3 4 8 (M+H) 

mmm 2 8 6 

3-[5-(4 -7^^-P^*-^)-4-^ y^-^r-^y !J;H-N-[3-(2-y^ 

ju- 1 - t°-<y ^/i/)y D e/v]y*u t?*^r 5K h JJ ^/^nBlifeftt 

20 JRfi: : 3 5 m g 0K^ 7 1 %) 

HP L C4HJf : Ifift 1 0 0 % ({^BSBB : 2 . 6 9 6^) 
MS (ES I +) : 3 74 (M+H) 

2 8 7 

3 - [ 5 - (4 - y^P 7i-jH — 4-yf Vtt^S U /U] - N- [ 3 - (4 — =tyU 
25 ^D^/n^yp^yTU' MJ y/^tagfflfeJft 
JDtt : 3 5mg (W7 4°/o) 

HPLCM : :#fi£l 0 0% mffim: 2. 5 1 2#) 
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MS (ES I +) : 3 6 2 (M+H) 
8 8 

3 - [ 5 - (4 - 7^o7*=^ -4--Y y^f-y JJ )V\ -N- [ 2 - ( 1 - fcfn 

5 JtX* : 3 lmg (W6 9%) 

HPLC##f :|5fig9 9. 9% (ftftftffl : 2. 5 4 2^) 
MS (ES I +) : 3 3 2 (M+H) 
2 8 9 

N- [ 2 - (s.f-/U- 3 =f/VT^=- 9 7 )^^]- 3 - [ 5 - (4 - 7i= 

10 ^)-4-^y^^f-i>-y'9/u]yut D ^->T? k MJ y/v^-pg^^ 

: 3 9mg (W7 7%) 
HP LC^tf : Mft9 9. 5%(^B#P^:3. 0 5 4^) 
MS (ESI+) : 396 (M+H) 
3dffi«2 9 0 

15 N- ( 1 <^v 5 /U- it—M - 3 - [ 5 - (4-7Mb7i-/1') - 4 - 

>fy*WP/i']7 , ptfty7?K M)7;^n|it 
$4 : 3 8 m g (ift^S 7 4 %) 

HPLCM:iS99. 7 % (Gi^B^ : 2 . 9 2 2^) 
MS (ESI+) : 3 94 (M+H) 
20 MMM 2 9 1 

N- { 3 - [tr* ( 2 - 1 Kn^xf;v)7§ /]7p fcVW - 3 — [ 5 - (4 - 
J&S : 3 4mg 0K^6 8%) 

HPLC^|f:«99. 9% 2. 4 17^) 

25 MS (ESI+) : 3 80 (M+H) 
gMW 2 9 2 

3 - [ 5 - (4 - TVK^O 7 3L=.jV) - 4 ->f ytf^tf-y* J> /U] -N- ( 4 - tT U S^/U 
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Jfcft : 4 6mg (4X^9 5%) 

H P L C##f :«IlOO% (^IfBSfBl : 2 . 4 6 6 #) 
MS (E S I +) : 3 2 6 (M+H) 
5 ^^12 9 3 

3-[5-(4-7/v-^-P7^=/w)-4-^y^f-yy/u]-N-(3-b°y v^/v 

JKi : 3 1 m g mm 7 1 %) 

HPLC^Uf:ift"9 9. 9 % ({£f$H#IS : 2 . 4 5 6^) 
10 MS (ESI+) : 3 2 6 (M+H) 
^ 2 9 4 

3 - [ 5 - (4 -7/u$-v -yv) - 4 — c y tti-y v -N- [ 2 - ( 3 - f y 

JKi : 3 5m g (JR^ 7 8%) 
15 HPLCM:MJfl 0 0% m.nWfii : 2. 4 8 9#) 
MS (E S I +) : 34 0 (M+H) 
Hi£#|2 9 5 

N - [ 2 - ( fvl-T 5 / ) ^fvH — 3-{5-[4-(MJ 7 frtirn /> 7x = 

20 JD?a : 5mg (JR*2 0%) 

HPLC^:«fflOO% (^^11:2. 9 3 1 #) 
MS (ES I +) : 3 5 6 (M+H) 
%W8\2. 9 6 

N- [ 3 - fv^7~ U / ) T'u - 3- {5-[4-(hU 7 jVirv * =f- f V) 7 s. 

25 -/i/] - 4 y^f-y* y /W -fv. n a ^r 5 k mj 7;v*uffim& 

JRfi : 3mg Ofel*l 0%) 

HPLC^tf:«l92. 9 % (&J#f$iU : 3 . 2 12^) 
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MS (ES I +) : 4 3 2 (M+H) 
MMM 2 9 7 

N - ( l - ^ v a- - 4 - tr^ y v'-yv) - 3- {5-[4-(MJ^;u^-n^^;u-)7 

5 JDat : 1 1 m g (JRsfs 3 9 %) 

HP L C##f : MS 10 0% («i#*IH-: 3 . 2 1 3#) 
MS (ES I +) : 4 5 8 (M+H) 
£ffi0l2 9 8 

N-(2, 2, 6, 6-T h7^f^-4-^!J5?=/l/)-3-i5-[4-(MJ7 
JtKfi : 8m g 0151*2 8%) 

HPLC^If :^100% (fflfUl: 3. 0 6 9#) 
MS (ESI+) :4 24 (M+H) 
15 ^JIM 2 9 9 

N-(2-7-!)y ^fvU) - 3- {5-[4-(M)7 ^ n * ^-}V) ~7 ^ ~)V\ - 4 - 
J&fi; : 7m g (liR^l 3%) 

HP LC^ff:il9 2. 2 % ($:}$Hf K : 3 . 3 8 7^) 
20 MS (ESI+) : 404 (M+H) 
^$5#iJ 3 0 0 

N-(2-fy ^;MW-3-(5-[4-(|- J7 p< ^/U) 7cc^U]- 4 

JtXJ; : 1 lag (J|X*4 8%) 
25 HPLC##r : fcfiS9 9. 9 % (.{gWffiffl : 2 . 9 4 9&) 
MS (ESI+) : 3 76 (M+H) 
HtfSM 3 0 1 
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N - [ 2 - ( 4 - tT y =A0 a: 3vH -3-{5-[4-(h57^py^)7xS 

- 4 ->f y^-y-y y /v} y p tr^r s k by ^Ka-ng^ti 

IfXfi : 1 Omg (i|X^4 1%) 

HPLC^tff 0 0% mW$m : 2. 8 9 9&) 

5 MS (ES I +) : 3 9 0 (M+H) 
HS50»J 3 0 2 

N- [ 3 - ( 1 — i % #y y /W)7°D fVu]- 3 -{ 5 - [4 - ( h y 7As*v/?-/U) -7 

^;v] - 4 -4 y^-y-y y /w yp tr*vr $k h y 7>u*nBHKii[ 

HX§ : 1 3 m g (451^ 5 0 %) 
10 HPLC##f : ttft 1 0 0% (ftftNFW : 2. 9 2 8#) 
MS (ES I +) : 3 9 3 (M+H) 
3 0 3 

N-[3-(^f/l'r5y)-2, 2-^f-/l/7 , P^V]-3-{5-[4-(Ml7 
> ^/v) ^ ^-/i/] - 4 f y ^f-y y ^} 7p f^-^r h y 

15 &m& 

t|X* : 1 2mg (HK^4 5%) 

HPLCM.;«iSglO0% (WH: 3. 0 2 0#) 
MS (E S I +) : 3 9 8 (M+H) 
mifaffl 3 0 4 

20 N-[3-(2-y f-A, - 1 - \f -< y v 5 - /U-) y p tfyu-] - 3- {5-[4-(hy 

n^^)7^=^]-4 — rytW^H/ptfty/? K HJ7;i-tP^i 

. Kg : 5mg <MM20%) 

HPLC##f 00% (.teWtifffl : 3. 0 8 8^) 

25 MS (ESI+) : 424 (M+H) 
H*fcl3 0 5 

N-[ 2 - (aiTvU- 3 y y )ai^/U] - 3-{5-[4-(f*y ^ 
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«XS : 4m g (ItZ^l 4%) 

HPLCM:|fffi98. 9% (&&R#fi : 3. 4 11^) 
MS (ESI+) : 446 (M+H) 
5 $zMM 3 0 6 

N - ( 1 — ZfitA'— 3 - tf p U -3-{5-[4-(MJ y^isr P ^ ^^-) y 

^ -,!/]_ 4 fyW/U/H7nW75 K H)7^nBiS 
flXfi : 1 Omg (W3 4%) 

HFLC##? : IfiSl 0 0% : 3. 2 7 5^) 

10 MS (ESI+) : 444 (M+H) 
mSSM 3 0 7 

N-{3-[tf^(2-fcKD^->^^^)TSy]yD^}-3-{5-[4-(MJ7 

15 : 7 m g 2 5 %) 

HPLCM:*6S100% (ftjfiH: 2. 8 5 4#) 
MS (ESI+) : 430 (M+H) 

mmm 3 0 8 

N-{2-[(5-^hP-2-t°U v f ^/I^)T$/]^7M-3-{5-[4-(h y 7 

20 j^x2^^-ju)y^^/u]-A—4 yj-ir-fr^/y jv}-fu \f$-i/T% K hVy^J-v 

l&m : 1 5 m g (IR* 5 2 %) 

HPLC^:*6ft98. 1 % (GM^PtSJ : 3 . 7 3 2^) 
MS (ES I +) : 4 5 0 (M+H) 
25 mfc&l 3 0 9 

N- (4 - fcTJJ -3-{5-[4-(hy 7;V*v * 7i^/l/]-4 
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IR4 : 8m g (1&$3 1%) 

HP L Cftffi : MM 10 0% : 2 . 90 7#) 

MS (ESI+) : 3 76 (M+H) 
3 10 

5 N— (3 — tfy - 3- {5-[4-(M; -7^n * 9vv) - 4 

JKfi : 1 3mg (W5 1%) 

HPLC^ :MSl 0 0% (&fSB#fil : 2. 9 0 1#) 
MS (ESI+) : 37 6 (M+H) 
10 UliiM 3 11 

N-[2-(3-fJJ i?=-J\s) J-^yl/] - 3- {5-[4-(MJ 7 fr* u fyu) 7 « = 
JfcS : 1 3mg (W5 3%) 

HP L C#W : 10 0% (^f^fi : 2 . 9 1 6#) 
15 MS (ESI+) : 390 (M+H) 

mm 312 

3-[5-(4-7/^P7s=/V)-4 — ( y^r^V 9/H-N- 7 i^/KT" a fc° 

JKJ: : 2 5mg (JR*7 9%) 
20 HPLCM:iWl 0 0% (fiM : 3. 7 2 8#) 
MS (ES I +) : 3 1 1 (M+H) 

mmrn 313 

N-(2, 3-v>t: Kb - 5 ->f yf ^) - 3 - [ 5 - (4 - 7 x-;V) - 4 

— r y^^rf-yy/^yn k'^-yr? f 

25 Jfcfi:2 7mg (1^7 8%) 

HP LC^If :ffi^9 9. 1% (#HrRSffl:4.. 10 0j}) 
MS (ES I +) : 3 5 1 (M+H) 
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W&W 3 14 

N-(3, F^7x^)-3-[5-(4-7/^n7i^)-4 — f y 

fti: : 3 lmg (J|X^8 4%) 
5 HPLC^t:«l9 9. 5 % (fi^B^ : 3 . 7 8 4#) 
MS (ESI+) : 371 (M+H) 
£160! 3 1 5 

N-(4-'<y^7i^H - 3 - [ 5 -{A — yjv^rn y^=-ju) -4 — f yjj-dp-tf- 

10 (Jjj; : 1 7 m g (JRs$ 4 3 %) 

HPLC^If :^JS9 9. 6 % (&&R#K : 4 . 3 0 7#) 
MS (ESI+) : 401 (M+H) 
MMffl 3 16 

N-(l, 1' -lf7i^;l'-3-^l')-3-[5-(4-7;^7i-;l')-4- 

16 'fytwu/n/pt'tyy? K 

ifcft : 3 4 m g OtX^ 8 7 %) 

HPLCM:«lt9 7. 7 % («*5fWfK : 4 . 3 0 0^) 
MS (ES 1+) : 3 87 (M+H) 
HiS^3 1 7 

20 3-i5-{A~yj^nyjc=.;V)-A-^ yttW V /U] -N- ( 2 -fT/ !) 
JtXS : 3 4 m g (J&sp 9 0 %) 

HPLC##f : §3fij£9 7. 2 % (^ftl^ : 3 . 3 4 6#) 
MS (ES I +) : 3 1 8 (M+H) 
25 £2fi0| 3 18 

3 - [ 5 - (4 -yjuj-u y^~;u) - 4 ->r y^-=¥i?-y y -N- ( 4 - 1° y 
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JJS& : 2 7mg (JR¥6 3%) 

HPLC^Df:«ft98. 8 % (ftftftfffl : 2 . 6 4 6^) 
MS (ES I +) : 3 1 2 (M+H) 
«0«3 1 9 

5 N-(5, 2, 4-hVT-Jy~3 — f 3 - [ 5 - (4 - 7 

- 4 ->f y^iJ-y y /n/o t'^-yr 5 k 

JfXfi; : 2 Omg (W5 9%) 

HPLCM:^I98. 4 % (GM$8$|ffl : 3 . 081#) 
MS (ES 1 +) : 3 4 2 (M+H) 
10 3 2 0 

3-[5-(4-7/u^-n>'ai=^)-4 — fy^-=¥-^yi)/u]-N-(6-^y y - 

IRS : 4 Omg (lRf8 0%) 

HPLCM:M9 9. 7 % (fit»^ffll : 2 . 7 5 6#) 
15 MS (E S I +) : 3 6 2 (M+H) 
3SSM3 2 1 

N-(2-'<y/f7/!J;l')-3-[5-(4-7;l'tn7i^;V)-4-/f V^-^f- 

J&& : 2 2mg 0Ut$6 1%) ■ 
20 HPLCM:«S98. 7 % (fiH$B#|H| : 3 . 9 0 8^) 
MS (ESI+) : 3 68 (M+H) 
3 2 2 

N-(2-7;^P7i^)- 3-[5-(4-7^D7*^)-4-'f y^f- 
/U/l']7'oWy75K 
25 JtZS : 2 6mg (IR^7 8%) 

HPLCM:*tt99. 5 % : 3 . 7 3 5#) 

MS (ES I +) : 3 2 9 (M+H) 
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M1fcW 3 2 3 

N-(2, 3-i?th*n-l, 4-^V , yi?d-*W-6-^/l')-3-C5-(4- 

JlXfi : 3 Omg (ft* 8 0%) 
5 HPLC^:iftlOO% (ft^fl: 3. 60 8#) 
MS (ES I +) : 3 6 9 (M+H) 
Hffifli 3 2 4 

3-[5-(4-7/i'tP7i=;i')-4-> i* y^-^yy^] -n-[4-(m; 

in^f/i/)7x-;V]^D^7;K 
10 JRfi : 3 3 m g OK^ 8 4 %) 

HPLC^triSl 0 0% (ft&PHKI : 4. 17 0#) 
■MS (ESI+) : 3 9 5 (M+H) 
mi&ffl 3 2 5 

3-[5-(4-7/^n7x=;P)-4->f y^f" */V M -N-(2-7^/^r 
15 v / 7x-;p)7°otfty7? K 
JRfi : 3 8mg (W9 3%) 

HPLC^:lt9 9. 1%(&«M:4. 2 5 85» 
MS (E S I +) : 4 0 3 (M+H) 

mmm 326 

20 3-[5-(4-7/WtP7x^/l/)-4--fyt^ty!;^] — N— (1-7*= A' 
-5-t , 7^U^)7'Ptf^y7$ K 
llXfi : 1 9mg (W5 1%) 

HPLC^f :i^9 9. 5% (fiytl^BB : 3. 4 9 0#) 
MS (ES I +) : 3 7 7 (M+H) 
25 mi&&] 3 2 7 

3 -[5 - (4 -7/M-t3 y -4 — f y^-u-y v m — n— ( 5 — 
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HXS : 1 Omg OK* 3 3%) 

HPLCM:^S9 9. 5 % ttRflpBftH : 3 . 4 2 7^) 
MS (E S I +) : 3 1 6 (M+H) 
HiS#J 3 2 8 

5 3-[5-(4-7A-tn7x^)-4- fVtWJ^] -N-(3-^r/!Jx 
/u) k°^->-T $ K by g|p9Jtt 
IKS : 4 4 m g OK* 8 5%) 

HPLC^*f : 0 0% (flM*«?BI : 2. 9 5 9#) 

MS (ESI+) : 3 6 2 (M+H) 
10 gjffiftl 3 2 9 

N -7x=/V- 3-{5-[4-(M> 7< =f-JV) y - 4 —J Vfr^rfV 

iRft : 6mg (J&#53 5%) 

HPLC##r : $fig9 8. 5% (Mffl: 4. 174#) 
15 MS (E S I +) : 3 6 1 (M+H) 
||Jtfl#l 3 3 0 

N-(2, 3— Kn-5-/fy7= /L-)-3-{5-[4-(MJ^7V^-n^^-/u) 

Ifci:: 7m g (I|X$3 4%) 
20 HPLCM:MI98. 3 % («*¥B#fS : 4 . 5 11^) 
MS <ES I +) : 4 0 1 (M+H) 
^i0iJ 3 3 1 

N-(3, 4-^BP7x-/P)-3-{5-[4-(HJ7;I'tn^f/l')7x^] 

25 UZg:12mg 0151*5 5%) 

HPLC##f : $1*9 9. 5 % (fiM*B*BB : 4 . 6 7 2^) 
MS (E S I +) : 4 2 9 (M+H) 
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&n&m 332 

N-(3, 5— it* h*V7s=/P)-3-{5-[4-(F U 7^*o ^ ^)7*= 

IKS : 1 2mg (Jfitft 5 5%) 
5 HP L C##f : #Sflf 9 9. 5 % (fi&ft&ffi! : 4. 1 9 5#) 
MS (ES I +) : 4 2 1 (M+H) 
gifeftl 3 3 3 

N— (4 --^y^/V^x^/V) — 3 — {5— [4 — (h V y/V±u * <?-j>V) ~7 *.=^)V\ - 4 

10 Ifcfi : 1 2 m g (Ms¥ 5 5 %) 

HPLC^ff:«96. 7 % : 4 . 6 9 8#) 

MS (E S I +) : 451 (M+H) 
W$m\ 3 3 4 

N-(l, 1' 3 — f/U)-3-{5-[4-(MJ 

15 x=/v]-4--{y^t^y;W/B^ty75 k 

HXfi : 1 Omg (W4 6%) 

HPLC£#f : 5fjfcg9 8. 2 % (fii«FI*BB : 4 . 6 6 0^} 
MS (ES I +) : 4 3 7 (M+H) 
mm>i 3 3 5 

20 N- ( 2 -fry JJ/U)— 3-{5-[4-<MJ p« ^V) y -4-4 V 

Ifcft : 3 m g OR* 1 4 %) 

HPLCdtr:«49 7. 5% (fttttiffiS : 3. 8 1 6#) 
MS (ES I +) : 3 6 8 (M+H) 
25 gS&SfltJ 3 3 6 

N- (4 - bT !J v 5 ^^) - 3- {5-[4-(MJ ^ 9vu) 7 4 — f y 

PWyP O* 7^nS^fejfe 
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JlXft : 1 2mg mm5 2%) 

HPLCM:«S80. 0% («8N#|R|: 3. 114^) 
MS (E S I +) : 3 6 2 (M+H) 
^#93 3 7 

5 N-(5, 6 — ?yV- 1 , 2, 4- hyr^^-3— f AO - 3 - { 5 - [4 - ( h 
!)7;^n^ 3vw) 7 ai^/v] — 4 — f y y JJ /H :/p t'^T 5 F 
IfX* : 5mg (Ifc^2 4%) 

HPLCM:J«I97. 4 % (WBSH : 3 . 6 3 4#) 
MS (ESI+) : 3 9 2 (M+H) 
10 ^igfi 3 3 8 

N- ( 6 - *J ]) =-JV) - 3- {5-[4-(hy y ?V*U * f/H7i-/H-4 — ( y 
J&4 : 1 2mg (W6 0%) 

HPLCM:1S9 8. 9 % (£M#0§It3 : 3 . 18 9^) 
15 MS (ESI+) : 412 (M+H) 

N-(2-^yyf7yiI/l')-3-{5-[4-(f U :7,l^n;^/V):7^/t/|-4 

flXfi: : 6mg (Jfc5f32 8%) 
20 HPLC##r:*£^9 9. 1 % (fitWrWIB : 4 . 3 16^) 
MS (ES I +) : 4 1 8 (M+H) 
3 4 0 

N- ( 2 - y/u^-D y -3-{5-[4-(hy y/iot-n /• f-tV) y - 4 
— fy^-dr-^yy/W^nh^^r^ k 

25 JRfi : 8m g (R$4 4%) 

HPLC^|f:|fii99. 4 % (fitf*l$|R| : 4 . 200#) 
MS (E S I +) : 3 7 9 (M+H) 
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%tfcm 341 

N-(2, 3-i^tKu-l, 4-s<^Ji?3-3<-x/y-6— 3 -{5 -[4 - 

( f y ^ f-^) y^=-M -4 yttt*/ y ->W y ^ ^ K 

ItRfi : 1 Omg (W4 7%) 
5 HPLC##f : #figl 0 0% (&ttB$||Q : 4. 0 5 6^) 
MS (ES I +) : 4 1 9 (M+H) 
Sgjffiffll 3 4 2 

N - [ 3 , 5 - If* (by y/V^u * - 3- {5-[4-(hy 

* 7-tu) y x. -4— Y y **-f y 1) yH y a \?*yr % K 
10 : 1 3 m g 5 2 %) 

HPLC^:it99. 1 % (#«M*|SJ : 4 . 8 5 9^) 
MS (E S I +) : 4 9 7 (M+H) 
Hffitil 3 4 3 

N-[4-(by y/ua-u* h=3rv')y 3 i=^]-3-{5-[4-(hy y/i^o^ 
15 /w)7az=;v]-4— Yy^-^yy/nyaif^-yTs k 

: 9mg 1 %) 

HP LC##r : iffEg9 9. 2 % : 4 . 5 6 6^) 

MS (ESI+) : 44 5 (M+H) 

mmm 344 

20 n- ( 2 -7x.y$-i/y^~/u) - 3 — {5-[4-(hy yjvjrxi J ^-/u) z?^—jv]- 
4 — rytwu^i/pf^T^ K 

JRS : 1 lmg (W4 8%) 

HPLC^:|i^99. 3% : 4. 6 8 0#) 

MS (ES I +) : 4 5 3 (M+H) 
25 3 4 5 

N-(l -7x-;k- 5-fyyy A')- 3-{5-[4-< b y 7A-ttJ^f^)7* 
-/l/]-4-/fy^f/!J;u}7'n f^T? K 

234 



WO 02/40458 



PCT/JP01/10001 



4X& : 1 1 m g 5 2 %) 

HPLCM:iSlOO% (WH: 3. 9 5 2#) 
MS (ESI+) : 427 (M+H) 
mi&m 3 4 6 

5 N- ( 5 - ^ ^VU- 3 —4 y ^•^rf-y* JJ /U) - 3 - { 5 - [ 4 - ( hV y/U*nt 
Kfi : 7mg (JK^4 0%) 

HPLCM :#BS9 9. 5 % («J3ll#RfJ : 3 . 9 2 1#) 
MS (ES I +) : 3 6 6 (M+H) 
10 'MMM 3 4 7 

N — ( 3 — k° 1) *J~Jl) - 3- {5-[4-(Ml 7;u*u / y^=./U} 
M : 1 Omg (JR^4 1%) 

HPLCM:«l86. 0 % (&1$B#F^ : 3 . 0 4 6^) 
15 MS (E S I +) : 3 6 2 (M+H) 
Uttffll 3 4 8 

N-(2-t°7v i =/W-3-{5-[4-(f 7/P-tP^f^)7s=/H-4 — TV 
;HF-tf- y U ,u} -7°n t°^->-T * K 
JR1: : 7mg (JR^3 6%) 
20 HPLC^f :ffi99. 0 % (&£fH#|^ : 3 . 6 5 0^) 
MS (ESI+) : 36 3 (M+H) 
HJfc0!j 3 4 9 

N-(3-=^y U=;l')-3-{5-[4-(MJ y/^n^^/U)y^=./W]-4 — r V 

25 IRS : 1 4mg (4K^6 8%) 

HPLC^)f:«K99. 2 % (ffittN$|ffl : 3 . 3 9 5^) 
MS (ES I +) : 4 1 2 (M+H) 
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£%013 5 0 

N-(2, 1, 3-^y^7^7V^-4 — r/V-)-3-{5-[4-(MJ7/U^- 

b y f/>)7j-^] - 4 — r y ^f-y y M v*^r ? k 

Um. : 1 1 m g OtXSfs 5 2 %) 
5 HPLC&#f:«£l 00% (##B#fB : 4. 3 3 4#) 
MS (ES 1+) : 4 1 9 (M+H) 

m&m 351 

• N - c 4 - ( $**?vp# * # y ) 7 -3-(5-7i=»'-4-'f y - y y 

10 UXfi : 3 6 m g (JR* 8 4 %) 

HPLC5)lf:«g99. 6 % (fl^lRI : 4 . 20 8#) 
MS (ES I +) : 4 2 9 (M+H) 
MM 3 5 2 

15 ym'/P^^w^U' 

JRS : 3 8mg 0(2^8 3%) 

HP L C##r : mm 1 0 0 % («M*l$fH : 4 . 4 3 1^) 
MS (ES 1+) : 4 6 3 (M+H) 
3 5 3 

20 N _[ 4 _(i?3i^*!^*y)7a^/V]-2-(5-7ai^-4-'f y^f^U 

/l/)T-fehT^ K 

IfcJ; : 3 8m g 0fc#9 1%) 

HPLC^:|SS94. 1 % (««F«fIB : 4 . 13 6^) 
MS (ES I +) : 4 1 5 (M+H) 
25 3 5 4 
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J&S : 3 4mg («!$7 7%) 

HPLC^If: n&l 0 0% (fefttitm : 4. 2 5 8^) 
MS (ESI+) : 443 (M+H) 
^Jfe^iJ 3 5 5 

5 N-{4-[(2-^-dr^K- 1, 3, 2 -VX^-fr*? 4 -TV- 2 * ^-jU] 

- 3 - ( 5 4-- f y**-?S V ;v).-fx2 \f$sT % K 
Iftft : 3 5mg (W8 2%) 

HPLC^Ir:|5I10O% (fiHH: 3. 7 9 6^) 
MS (ES I +) : 4 2 7 (M+H) 
10 Hi£#iJ 3 5 6 

3 - [ 5 - ( 4 - V u n y - 4 -4 y 1r*rW V ' )V\ - N - { 4 - [ ( 2 -^v' 

K-l, 3, 2 - i?t^t$^ 7 ty- 2 /i') ^ f ;v] 7 s-M / n f t >7 
5 K 

Wk : 1 7m g (42^3 6%) 
15 HPLC»ff:«l 0 0% (^^R3 : 4. 0 3 5#) 
MS (E S I +) : 4 6 1 (M+H) 

N-{4-[(2-*^K-l, 3, 2-'y^^^y^-t^-2— (/U)/^/^ 
y x.=.As} - 2 - (5 -y 1-4 ytt-f*/ ]} /v)T-k hT ? K 

20 iRft : 2 3 m g (JR^ 5 5 %) 

HPLC^ff:«|lOO% (ftSffi: 3. 7 18^) 
MS (ESI+) :413 (M+H) 
MMffl 358 

N-{4-[(2-*=¥->K-l, 3, Z-Vtt-V-ibxy 2 — f/U)^^/U] 

25 y^c=.M-4-(5-7i^^-4— VM-ff-rs. K 
KI: 4 0mg (4K#S9 2%) 

HPLC^:«I99. 1% (£M$B#IU : 3. 8 6 2^) 
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MS (ES I +) : 44 1 (M+H) 

mmm 359 

N — [4 — ( v 5 ^ ^ywfc*# j t f-jv) y ^~jv] - 3 - ( 5 -y^=-jv~ 4 --f y^ 
V A/)y°xndirisT % K 
5 IRS: 2 6mg (JK^6 3%) 

HPLCM:JllilOO% (Wffl: 3. 8 9 7#) 
MS (ESI+) : 4 1 5 (M+H) 
3 6 0 

N— [4 — (v 5 ;* ^yUTfc**./ ^ f;!/)7.T-/l/]- 3 -[ 5 - (4 n n7x-;V)- 
10 yt^rt>"J;i']7n f^-yj $ K 

& J; : 2 7 m g 5 9 %) 

HPLC^«f :«*100% (fiM*l*ra : 4.. 1.35^) 
MS (ESI+) : 44 9 (M+H) 
%W\ 3 6 1 

15 N - [ 4 - (v?^ f;l/*X^ y ^ ?vu) 7 x-=-)V\ -2-(5-y *--)V- 4—jy ^"=¥ 
IRS : 2 6mg (JR$6 4%) 

HPLC^tlf ; : tfgl 0 0% («»[S : 3. 8 2 6#) 
MS (ESI+) : 401 (M+H) 
20 Mlfc&l 3 6 2 

N — [A-iitff-frTb^-fcJ ^f;>)7*=^]-4-(5-7s= yV-4-^y^ 
5 F 

ItZfi : 2 6mg (Jfei35 6 1%) 

H P L C&#r : MS 1 0 0 % NfPbI : 3 . 9 6 0^) 
25 MS (ESI+) : 42 9 (M+H) 

mum 3 6 3 

N — [ 4 - (£M ^/l^*^ # / > 5vW 7 d -=/^] - 3 - ( 3 , 5-^7s —/I— 4 — < 
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JRS : 3 lmg («X^6 4%) 

HPLC##T :ffi&9 9. 9 % (ftftB$ffl| : 4 . 4 1 7^) 
MS (ESI+) : 491 (M+H) 
5 3 6 4 

N- [4 - (i?* f-ArftXtis/ y. ;?7U) 7:ccW] - 3 - [ 5 - ( 4 - ^ f-A^y rc - 
ifcS: 3 Omg («7 0%) 

HPLC#*fr : Umi 0 0% (&8M$[ig : 4. 0 7 4^) 
10 MS (ESI+) :4 29 (M+H) 
HJitfil 3 6 5 

N- [4 - ^vHfc* Jfc/ ^ 7 ^.=-)V\ - 3 - ( 3 fvV- 5-7au~/U- 

Jfcft : 3 5mg ClRJp8 2%) 
15 HP L Cftft :j«10 0% (GM$B#P£ : 3 . 9 3 4#) 
MS (ESI+) : 4 2 9 (M+H) 
3 6 6 

N - [4 - (v 1 ^ f-vUfr.**./ ^ 5""/U) y^-jV] - 3- [5-(4-^h *i/7 *--M 

20 Ifcg : 3 2mg (lfe#s7 3%) 

HP L Cftffi : MS 10 0% : 3 . 9 1 4#) 

MS (ESI+) : 445 (M+H) 

mmm 3 6 7 

N - [ 4 - ( =7-/U7frX a*5 / t« fvl') 7 =i - 3- {5-[4-(hy 7^ P^f- 

25 /i^)7^=yv]-4 — <y**y-yyM-7n\?3-i/T^ K 

M : 3 Omg (W6 3%) 

HPLCM:ttS9 9. 9%(flM*l*W:4. 2 9 3^) 
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MS (ES I +) : 4 8 3 (M+H) 
Mlfcm 3 6 8 

3 - [ 5 - ( 4 -y/l/^n ? - 4 — i y V fr] - N - { 4 - [ ( 2 -tt 

v-K-1, 3, 2-i?$-3<-tfcX7 4~T-y-2 — (jP) ^ ^)V\y ^=-M y°n fc^^T 
5 ? V 

: 2 7mg (JR*4 4%) 
HPLCM : 1*^9 7. 0% (&#B#Efl : 3. 2 7 4#) 
MS (ES I +) : 445 (M+H) 

NMR(CDC1,)6: 1.8-2.0(2H, m), 2.70(2H, t, J = 7Hz), 3.07(2H, t, J = 7Hz), 3. 
10 19 (2H, d, J = 21Hz), 4. 1-4. 2(2H, m), 4. 3-4.5 (2H, m), 7. 1-7.25<4H, m), 7.35- 
7.45(2H, m), 7.7-7.8(2H, m), 8.11 (1H, br s), 8.23UH, s) 0 
3 6 9 

N-[4-(^xf/^^*/^f;l/)7x^/U]-3-[5-(4-^hn7xn^)- 

15 HXft : 4 4mg (J|X^7 1%) 

HPLCM:IS99.4% H#P5 : 3 . 7 3 0 #) 
MS (ESI+) : 488 (M+H) 

NMK(CDC1,)5: 1.24(6H, t, J = 7Hz), 2.75(2H, t, J = 7Hz), 3.09(2H, d, J = 22 
Hz), 3. 15 (2H, d, J = 7Hz), 3. 9-4. 05 (4H, m), 7. 1-7.2 (2H, m), 7.36(2H, d, J = 
20 8. 5Hz), 7.97(2H, d, J = 8.5Hz), 8. 22 (1H, br s), 8. 35-8. 4(3H, m) 0 

mmm 370 

N-[4-(v 5 ^/W*:^7Jn/ t^-A^y a.z=-AS\— 3-[5-(3, 4-i?^ h*^?*- 

~,u)-4— Yy^-=3rf-yy/v]yp \?*>r% k 

I&ft : 5 7 m g (J&# 9 0%) 
25 HPLC5>#f :i!9 9. 9% (ftft&ffi : 3. 5 0 2^) 
MS (ESI+) : 5 0 3 (M+H) 
MUM 3 7 1 
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3 -[5 -(3 -/p*-4-7;VtP7i-/l/)- VX*^-/}) /U]-N-[4 
J&ft : 5 1 m g (HR^l 7 5%) 

HPLC##f : $g9 9. 9% (ftftNffi : 3.9 7 9^) 
5 MS (ESI+) : 5 3 9 (M+H) ,541 

3 - [5-(4-^Pa-3-77^P7^^/U)-4-W y^f-y !//U]-N-[4 

tZi : 4 8m g (HX^ 7 7%) 
10 HPLC##f 0 0% (ftft&HS : 3. 9 9 0^) 

MS (ESI+) : 495 (M+H) 
HiSM 3 7 3 

3 - [ 5 - ( 3 , 5 - *J9 P ays^) - 4 ->f yur^w y /V] -N - [ 4 - 

15 l&S : 5 3 m g (JR#I 8 2%) 

HPLC^ff :J6I9 9.6% (^fl^H : 4. 1 8 0#) 
MS (ESI+) : 511 (M+H) 
%WS\ 3 7 4 

N-[4-(^^*7*;^f;07i=M-3-[5-(3, 4-i?7/^ti7i 
20 ^yl/)-4-^y^-^i^yp^]yPt p ^-^T5 K 
itKft : 3 7m g (t$6 3°/o) 

HPLC##f : ft&l 0 0% (&f£$fU : 3. 8 2 2#) 
MS (ES I +) : 4 7 9 (M+H) 
MMffl 3 7 5 

25 N-[ 4 - (i?y * ?M7^~M - 3- [5-(4-=h P7x^) - 

HXS; : 1 Omg (JJX^ 1 7%) 
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HP L Cftffi : *fi£.9 8.7% (UWMiffl : 3.4 7 6#) 
MS (ESI+) :4 6 0 (M+H) 
mM&l 3 7 6 

3-[5-(3, 4-^t« v^y^=-;U)-A— f y**y-y})M-N-[4-{z??i 

JKfi : 4 3mg 0fc^P7 2%) 

HPLCM : fc&&9 9. 8 % <fiy*l$IB : 3 . 2 3 7#) 
MS (ESI+) :4 7 5 (M+H) 

NMR(CDClj) 6 : 2.67(2H, t, J = 7Hz), 3. 11 (2H, t, J = 7Hz), 3. 14 (2H, d, J = 22 
10 Hz), 3.64(3H, s), 3.69(3H, s), 3.94(3H, s), 3.95(3H, s), 6.97(lH, d, J = 9H 
z), 7. 35-7. 55 (4H, m), 7.42(2H, d, J=8.5Hz), 7. 56 (1H, br s), 8.24(1H, s) 0 
WiM 3 7 7 

3-[5-(3-/at-4-7;l'tP7i^/U)-4-^yt^t/!J/l'3-N-[4 

15 tfZft : 3 4mg 012^5 3%) 

HPLC^t : mil 0 0.% <&1tl$fi : 3. 7 3 2#) 
MS (E S I +) : 5 1 1 (M+H) ,513 

mmm 37 s 

3 - [5 -(4-^ Dn-3-7/uta7i-/l/)-4->f y^lfy* P /Kl — N-[4 
20 - (^f ; ^ f 7i-/1/]7p Wv7 5 K 

Ifcfi : 3 7mg (JR^6 3%) 

HPLC^ff:ffiHlOO% (GMt^: 3. 7 3 9^) 
MS (ES I +) : 4 6 7 (M+H) 
S£6fe#J 3 7 9 

25 3-[5-(3, 5-^BH7x=^)-4 — f *S**W V )V\ -N- C 4 - (-^y 

A^^y y?/v)7ai— /vi^ntr^-^-T^ K 

IRA :38m g-OtR'^ 6 4 %) 
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HPLCM: fcfcJf 9 9. 8% («*frWf|ffl : 3. 9 0 9#) 
MS (E.S I +) : 4 8 3 (M+H) 
g*!0ij3 8O 

N- [4 - (v ! xf^^^;)7x^] - 3 - [ 5 - (4 -7/V^n7 =l—/\s) - 4 - 
iftfi : 4 Omg (W6 4%) 

HPLCM : 9. 6% («EH$IS : 3.6 8 Oft) 

MS (E S I +) : 4 4 7 (M+H) 
2lJI0>J 3 8 1 

10 3-[5-(3, /U)-4— f -*tf-> r JJ/t'] — N-[4 -($>;< 
iRft : 3 1 m g (JtK^ 5 6%) 

HPLC^Ir : M&9 9. 8% (fi3$$|K| : 3. 5 6 5#) 
MS (ESI+) : 451 (M+H) 
15 mt&ffl 3 8 2 

N- [4 - (Sfcx-^vM?;**/) y^^/U]- 3 - [ 5 - (4 — n h u~7si.^.?V) - 4 -W 

y d-^y* y /u] y°n ftyr 5 K 

HKS : 4 9mg (»8 3%) 

HPLCM rttftl 0 0% (ftftttffl: 3. 7 4 6^) 
20 MS (ESI+) :4 74 (M+H) 
3 8 3 

N— [4 — (^^■/w^*y)73i=-4']- 3-[5-(3, 4—5?* 1- drv':7ji~/U) 

-4— fy^=¥i^yy^]yafc°^-^T^ k 

IRS : 5 lmg (JR^8 3%) 
25 HPLCM : *B&9 9. 8% (fiH$$flfl : 3.5 2 8&) 
MS (ESI+) :48 9 (M+H) 
3 8 4 
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3-[5-(3-/D ; t-4-7/^P7a:^;V)-4->f VttW V ;V]-N-[4 
flXS : 5 2mg (I&2p7 9%) 

HPLCM : n&9 9. 7% (fiySfcW : 4. 0 1 1#) 
5 MS (ES I +) : 5 2 5 (M+H) ,527 
MMffl 3 8 5 

3-[5-(4-^no-3-7/U*n7a:=yV)-4-^ VHrtt-S V jV\ -N- [4 

iDZft : 5 lmg 4%) 
10 HPLC##f : ^9 9. 9% Ml : 4. 0 1 9#) 
MS (ESI+) : 481 (M+H) 

NMR(CDC1 3 )5: 1. 32 (6H, t, J = 7Hz), 2.73(2H, t, J = 7Hz), 3. 10 (2H, t, J = 7H 
z), 4.0-4,2(4H, m), 7.5-7.8(8H, ra), 8. 27 (1H, s) D 
MMffl 3 8 6 
15 3-[5-(3, uuy 

JlXfi : 5 3mg (HX^8 5%) 

HPLC^tf : ^9 9. 8% (fi^NFK : 4.2 1 5#) 
MS (E S I +) : 4 9 7 (M+H) 
20 HJfeM 3 8 7 

N - [ 4 - (^^ f ^ $ / ^ f /l/) 7 x - 3 - [ 5 - ( 4 - n 7 

-4— ry^-^u-yy/v^nif^-^r? k 

U& : 2 5mg (IR^4 2%) 

HPLCM :mt9 7. 9% (fitfttiFM : 3. 3 7 5#) 
25 MS (ESI+) : 43 3 (M+H) 

NMR(f,nr/l 3 ) 5: 2.69(2H, t, J = 7Hz), 3.08(2H, t, J = 7Hz), 3. 10 (2H, d, J = 21 
Hz), 3.62(3H, s), 3.66(3H, s), 7. 1-7.2 (4H, m), 7. 38 (2H, d, J = 8.51Iz), 7.7- 
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7.75(2H, m), 8.01 (1H, br s), 8.26(lH, s)„ 
IIJS^JS 8 8 

N _[ 4 _(^o:^yl/^^^/)73i^/^]-3-[5-(3, 4-^7/l'tn7x-/t') 

5 Ifcft : 3 6mg (flX^6 2%) 

HPLC^tf:iIlOO% (ftftftPQ: 3. 8 4 9^) 
MS (E S I +) : 4 6 5 (M+H) 
MMM 3 8 9 

3-[5-(4-^hn7i=;V)-4-^ y ^^iJl/ 3 ;U] -N- { 4 - [( 2 -;*3rf 
10 K-1,3, •Z-i?y>r*-f-fcxy'Cfl/- 2 — fyi^fvi^y^/Ht/nfc^^T? 
K 

ItK* : 1 9mg (IR^3 3%) 

HPLC^ : HUfcl 0 0% : 3. 3 7 5#) 

MS (ESI+) :472 (M+H) 
15 ^iS#J 3 9 0 

3 -[5 -(3, 4-v^ h^rv-7cc-/U)-4 — f y^^^y* If /kl — N — {4 —[(2 
3, 2 - v?t^rt*^7 -f t ^- 2 -^;H ^ f /H 7s=/H 7a tf 

H2S : 2 4mg (|$4 0%) 
20 HP L C##f : MS 10 0% (&J$B#Ff3 : 3. 13 6^) 
MS (E S I +) : 4 8 7 (M+H) 
3 9 1 

3 - [ 5 - ( 3 - 7 n 4 - ^/P^- H 7 * =/l/) - 4 - -f V y* D A*] ~ N - { 4 
-[(2-^v'F-l, 3, 2 - v't^-t *X7 ^ t V- 2 /V) ^ f ^ 7 xsA'l 
25 7°n (ft>7 5 K 

iRfi : 2 4m g (J&^3 7%) 

HPLC^tf:«9 9. 9% (fitf^lffl : 3. 6 3 7#) 
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MS (E S I +) : 5 2 3 (M+H) ,525 

mmm 392 

3-[5-(4-^a D - 3-7/U^C27^-^)-4-^y^-dff-^U/U]-N-{4 

-[(2-^v^F-i, 3, 2-&**rV-*xyj-r>-2-' (Ad/f-A^V^A^) 
5 zfu tf ^vx 3: K 

l&S : 2 2 m g 01x35 3 7 %) 

HPLC^:$fiIlOO% (^ffi:3.6 34^) 
MS (E S I +) : 4 7 9 (M+H) 
%W$\ 3 9 3 

10 3-[5-(3, 5-^nn7i^)-4-'fyW > y!);V]-N-{4-[(2- 
3, 2 j j-i/- 2 — f;u)>f;i']7i=/H'/o tf^- 

J&ft: 2 8mg (lR^44%) 

HPLC##T : M^l 0 0% (GMSB^ : 3. 8 0 9 ft) 
15 MS (ESI+) : 49 5 (M+H) 
^J&0ll3 9 4 

N-^^yW-N- [ 2 - (^j^/UT 5 y )^/W]~ 3 - [ 5 - (4 - y ^ 

IDES : 3 3mg 01X^5 7%) 
20 HPLC^t : M&9 8. 3% (fifcWrBSIffl : 3. 1 8 Aft) 
MS (ESI+) : 424 (M+H) 
H}&0!]3 9 5 

3-[5-(3,4-v'7;l'tn7i^)-4- f y ^- >^ JJ yl^] - N - { 4 - [ ( 2 
K-l, 3, 2-v f ^^*^7^-?-V-2-^^)^^]7^=>'V}^ B alf 
25 ^"^T5 K 

tfcfi; : 2 Omg (lR$3 5%) 

HPLC^If 0 0% (ftft&ffl : 3. 4 6 2 ft) 
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MS (ES I +) :4 6 3 (M+H) 

m&m 396 

3 - [ 5 - (4 --7>\>jsrxi 7^~;v) - 4 -4 y**ty y M -N- { 4 - [( 5 T 
5 ^Dfty7$F 

JtKft : 3 3mg 2%) 

HPLC##r : *&ft9 7. 6% (jjj&ftl$|fl : 3. 4 1 9#) 
MS (ES I +) : 4 5 9 (M+H) 

NMRCCDCl^S: 0.84(3H, t, J = 7Hz), 2.0-2.4(lH, m), 2.68(2H, t, J = 7Hz), 3. 
10 08 (2H, t, J = 7Hz), 3. 1-3. 25 (2H, m), 3. 75-3. 85 (1H, m), 4.0-4.2(2H, m), 4.2 
5-4. 4 UH, m), 7.1-7.2(4H, m), 7. 35-7. 45 (2H, m), 7.7-7.8 (2H, m), 7.95 (1H, 
br s), 8.27(1H, s) 0 

mmm3 9 7 

N-{4-[(5, 5-i?^^/V-2-^-^v-F-l, 3, 2 -Vtty-fo*? 4 -fls- 
15 2-4fl')*?fr]7*—M—3—l5-(4 — 7A'±u7^±jU) — 4—s(ytt-f 

flXfi : 3 3mg 01X^5 0%) 

HPLC^t :«9 5. 8% (^fSB^ : 3.5 4 6^) 
MS (ES 1+) : 4 7 3 (M+H) 
20 NMR(CDC1 3 )S: 1.23(6H, t, J = 7Hz), 2,69(2H, t, J = 7Hz), 3.0-3.2(4H, ra), 4. 
3-4.8(4H, m), 7. 1-7.25(4H, m), 7.3-7.4(2H, m), 7.7-7.8(2H, m), 7.8-7.9<lH, 
m), 8.28(1H, s)„ 
MMM 3 9 8 

N-{4-[(5, 3, 2-V**-t&X7j-fl/- 

25 2 — * fjU]y^=-M - 3 - [ 5 -(4-7/Vtn7x^;l/) - 4 -4 ytt-fr 

JlXS: 3 5mg 0iX#*5 0%) 
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HPLC^ff:«KlOO% (®mmm : 3. 8 0 5#) 
MS (ESI +) : 5 0 1 (M+H) 
3 9 9 

N-{4-[(4, 6-i?*?-/U-2-tti/V- 1, 3, 2 -itttV** 7 A 
5 2-4)\A**f-fr'\'7x-='M- 3 -[5 -(4-7^^-0^31— )V)-A-4 V^f" 

UXfl; : 3 4mg (JR*B 2%) 

HPLC^ :#fc&9 7. 6% (&3Wr>l : 3. 5 0 5#) 
MS (ES I +) : 4 7 3 (M+H) 
10 £tfcftf4 0 0 

N-{4-[(5-y^/V-5-3:^-2-**5>'K-l, 3, 2-v f W^7^ 
2— </V)^f L /V]7ai^/H-3-[5-(4-7^a7i= J 'V)-4--l' V 

JtSIfi : 3 2mg (ItK^4 4%) 
15 HPLC^Dt:«S9 8.9% (W|:4.13 0^) 
MS (ESI+) : 5 29 (M+H) 

NMR(CDC1 3 ) 5 : 0.7-0. 95 (6H, m), 1.0-1. 4 (8H, m), 2.68(2H, t, J = 7Hz), 3.07(2H, 
t, J = 7Hz), 3. 18 (2H, d, J = 21Hz), 3. 75-3. 9 (2H, m), 4. 05-4. 2 (2H, m), 7.1- 
7.25(4H, m), 7. 35-7. 45 (2H, m), 7.7-7.8(2H, m), 7.9-8.0 (1H, n), 8.27(1H, s) D 
20 £ffi0i|4Ol 

N-{4-[2, 2-k"^(^^*:^*y)^=^]73:=/W-3-[5-(4-7 
;l.tn7s^) - 4 — f yf^V !> /kl^n If^T 5 K 
HXfi : 3 lmg (W3 7%) 

HPLC4Mfr :*m£l 0 0% (ft^RI: 3. 7 3 0^) 
25 MS (ESI+) : 6 09 (M+H) 

mmm 402 

N-(4-{tif^(^^vT5;y)*^^y/^3^^W7*=;w)-3-[5-(4-7 
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Utfi : 1 3m g (W2 1%) 

HPLCM:^I9 7. 3% (&W#?m : 3. 3 6 2#) 
MS (ES I +) : 4 5 9 (M+H) 
5 3U£0!l4O3 

N- [4 - ($?jc?yHjv*7fc,/ fvU) - 2-/^-/uy^.^/U] - 3 - [ 5 - (4 - yjV 
t n 7x-;t/) - 4 - ^ y t^rt U ttyj ^ K 

IfcS : 3 7mg (W5 6%) 

HPLGM : 8. 1% (ftftttHB : 3. 6 1 5#) 

10 MS (ESI+) : 47 5 (M+H) 
ISM 4 0 4 

N- [ 3 - (v>xf/Wt^*y^ ^/k) 7s^] - 3 - [ 5 - (4 - 
-4 — i VttWV AS\7xi\?*lf7 K K 
IfcA : 3 4 m g 0tX££ 5 3 %) 
15 HPLC^:*fig9 9.7% (W^: 3.6 6 8^) 
MS (ESI+) : 461 (M+H) 
2li&#]4 0 5 

N- [ 2 - l&zz-^AsfcttJ t< ^rV) ~7 = cvH - 3 - [ 5 - ( 4 - yVI^n 7 ^~;l--) 

- 4 y t^t / y /i'] -/p t't>7 5 k 

20 Ifci::4 4mg (»6 9%) 

HP LC5)|f : 5S&K9 6. 4% (ftHH$ffl : 3. 7 8 9#) 
MS (ESI+) : 461 (M+H) 
Hj&l0i|4 0 6 

N-{4-[(5-ni^/i,-5-pt^/V-2-^v'F- 1, 3, 2 -^^tn^y A ' 
25 2 -- T/U) ^ /H - 3 - [ 5 - (4 - ;7/W-n ^^^V) - 4 —4 V 

iRft : 3 Omg (HX^4 4%) 
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HPLCftDf : M&9 8. 4% (feW^m : 3.6 7 2ft) 
MS (ES I +) : 48 7 (M+H) 
gffiffll 4 0 7 

N — [4 - (i?zf<3-/ls7frX&/ ? =^JV) 7 zc~)V\-Z - [ 5 - (4 -7/Utfu y ^— /u) 
JRft : 4 4mg (J|X^6 1%) 

HPLC&flr : ifffiSl 0 0% (ftftl$ll9 : 4. 2 9 9 ft) 
MS (ES I +) : 517 (M+H) 
3£l£0i)4O 8 

10 N-[4-(vM yyatW*^*:/^ : ^A')73i^v3-3-[5-(4-7/V^-n7 
l&fi : 4 8 m g 7 0 %) 

HPLC&#T : 0 0% (&&B#RU : 3. 9 0 6 ft) 

MS (ES I +) : 4 8 9 (M+H) 
15 Hi|0!|4O9 

N - { 4 - [ 2 - (v?xf * / ) xf /l.] 7 1 = M-3-L5-(4-y/u^-uy 
JtZfl: : 3 7m g (JRSp5 7%) 

HPLC##T:MglOO% (ftttl$l8l : 3. 7 25ft) 
20 MS (ESI +) : 47 5 (M+H) 
Hl&0ij4 1 0 

N-{4-[(E)- 2-(v J ^^V/fJ^*y)- 2-(^i h^-iy^/u^^vy^r-^/u^y 
z S L-;\s}-3-[5-(4:-7/u3-ny3z=.;u)-4-'( y*W5/v]/o k'^yj 
5 K 

25 JRft : 9 m g 1 2 %) 

HPLC5>#f : i$g8 0. 0% (WM : 3. 9 7 2ft) 
MS (ES I +) : 5 4 5 (M+H) 
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%MM4: 1 1 

N— [ 2 — {V^jv-fr* ft / ) zaf-fls} - 3 - [ 5 - (4 -yjvir^ 7 x. - 4 — f 

J&fi: 1. 2mg (Ml 0%) 
5 HPLC^ff : Ht9 1. 6% (^l^lf : 3. 2 1 1#) 
MS (ESI+) : 3 9 9 (M+H) 
%W$H 1 2 

3 -[5-{4-7^B7i=;V)-4-/f Vtt W 3 >W]-N- [ 3 - 

ft**;/)?* tvi^iya ^yr^ K 

10 JfcJ; : 1 0 m g (ifcl^ 1 8 %) 

HPLCM : ffl&9 7. 4% «BJ$B#KI : 3. 1 8 2 ft) 
MS (ESI+) : 4 1 3 (M+H) 
1 3 

N- [ 4 - ( jx^tp* * * y J- =f-?V) 7 3i -3-(5-7*. —)V- 
15 ^i^y y )V)7°xi \?irl/T % K (2 2 1mg) N h U ^ ^vU-v'!) /l^ (0.17m 

i) &o<7i?h^hy/V' (lomi) oMSrM-ei 6i§ii^^fc s sjs 

&#&H PLC T?flffJ U N— [4 — {^3-)\s-fc * -7 * - 3 

- ( 5 - 7 i^/V- 4 y t^ty I) ^) /a k°ty7 $ K (139mg % 6 
7%) «r#fc„ 81^80-82^ 
20 NMR(a)Cl3)5: 1.27(3H, t, J = 7Hz), 2.64(2H, t, J = 7Hz), 3.0-3.2(4H, m), 3. 
9-4. 1(2H, m), 7. 1-7.2 (3H, m), 7.3-7.4(2H, m), 7.4-7.6(4H, m), 7.6-7.7(2H, 
m), 8.21(1H, s) 0 

MS (ES I +) : 4 1 5 (M+H) 

#EtH P L CStf^fctt Z>m\%Ll$Mb LT\ 3 - (5 4 — f yttVS 

25 y/U) -N-[4-(*^*/y^/U)7^=yU-]rn ftV7^ K*#fc. 
ItZfi : 3 9mg (l|X^2 0%) 
illS : 162-164=0 
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NMR(DMS0)8: 2.67(2H, t, J = 7Hz), 2.88(2H, t, J = 21Hz), 2.96(2H, t, J = 7 
Hz), 7. 15 (2H, dd, J = 8.5/2Hz), 7.45(2H, d, J = 8.5Hz), 7. 5-7. 65 (3H, m), 7. 
76 (2H, dd, J = 8.5/2Hz), 8.56(1H, s), 9.90(1H, s)„ 
MS (ES 1 +) : 387 (M+H) 
5 Mm®} I W7*A'<OW® 

1 ) MMM 6 8 <Dft&m 3 0 mg 

2) m^-t^V—X 10 mg 

3) %m 19 mg 

4) ^T7!)yj^V»A l_rag 

10 If 6 0 rag 

1) , 2) , 3) fciTJU) *fi£Ut, M??->%zftA<\£.i&&*Z. 

mm 2 (§m<om&) 

1 ) m&w 6 8 <D\Y&m 3 o g 

2) WM 5 0 g 
15 3) 15 g 

4) X/l'tf^i/jJ-A'-k/l'a— 7.UjVi/t>Jx 4 4 g 

5) ^TyvWrrrX-WJ* 1 g 

100 OH H- 140 g 
1) , 2) % 3) OM*±tJt3 0g(D4) *jkT?tt-£U Sfcfc* 

20 *t5. w©^l*ti4g04) io^ig«5) *fi£U JTte«tJ;9iT«&t- 
s 0 roiMcuc, i£*>fct>^i&M6 8<D^t^3 o mg^^ri-s^Ii o o 
0ge£#5„ 

*38W©ft:^* (i) * da) (id fa, texfc^ y ^iHMKifp 
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*WKf±, 0#^fflR$;ft,fc4$R2OOO-3 5 0 8 6 9 UC33 0*ft 
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